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Connecting via Winsock to STN 



Welcome to STN International! Enter x:x 
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Welcome to STN International 



******* 



NEWS HOURS 
NEWS INTER 
NEWS LOGIN 
NEWS PHONE 
NEWS WWW 



Web Page URLs for STN Seminar Schedule - N. America 
"Ask CAS" for self-help around the clock 
CA/CAPLUS - Russian Agency for Patents and Trademarks 
(ROSPATENT) added to list of core patent offices covered 
PATDPAFULL - New display fields provide for legal status 
data from INPADOC 

BABS - Current-awareness alerts (SDIs) available 
MEDLINE/ LMEDLINE reloaded 

GBFULL: New full-text patent database on STN 

REGISTRY/Z REGISTRY - Sequence annotations enhanced 

MEDLINE file segment of TOXCENTER reloaded 

KOREAPAT now updated monthly; patent information enhanced 

Original IDE display format returns to REGISTRY/Z REGISTRY 

PATDPASPC - New patent database available 

REGISTRY/Z REGISTRY enhanced with experimental property tags 
EPFULL enhanced with additional patent information and new 

fields 

EMBASE - Database reloaded and enhanced 

New CAS Information Use Policies available online 



MACINTOSH VERSION IS V6.0c(ENG) AND V6.0Jc(JP), 
AND CURRENT DISCOVER FILE IS DATED 10 JANUARY 2005 

STN Operating Hours Plus Help Desk Availability 

General Internet Information 
Welcome Banner and News Items 

Direct Dial and Telecommunication Network Access to STN 
CAS World Wide Web Site (general information) 



Enter NEWS followed by the item number or name to see news on that 
specific topic. 

All use of STN is subject to the provisions of the STN Customer 
agreement. Please note that this agreement limits use to scientific 
research. Use for software development or design or implementation 
of commercial gateways or other similar uses is prohibited and may 
result in loss of user privileges and other penalties. 



****** 



* * STN Columbus ******** 



FILE 'HOME' ENTERED AT 15:04:38 ON 22 APR 2005 



=> file reg 

COST IN U.S. DOLLARS 



SINCE FILE TOTAL 
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FULL ESTIMATED COST 



ENTRY 
0.21 



SESSION 
0.21 



FILE 'REGISTRY' ENTERED AT 15:04:55 ON 22 APR 2005 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETMLS. 

COPYRIGHT (C) 2005 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 21 APR 2005 HIGHEST RN 848979-49-7 
DICTIONARY FILE UPDATES: 21 APR 2005 HIGHEST RN 848979-49-7 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

TSCA INFORMATION NOW CURRENT THROUGH JANUARY 18, 2005 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

********************************************************** 

* * 

* The CA roles and document type information have been removed from * 

* the IDE default display format and the ED field has been added, * 

* effective March 20, 2005. A new display format, IDERL, is now * 

* available and contains the CA role and document type information. * 

* * 
***************************************************************** 

Crossover limits have been increased. See HELP CROSSOVER for details. 

Experimental and calculated property data are now available. For more 
information enter HELP PROP at an arrow pron^t in the file or refer 
to the file summary sheet on the web at: 
http : //www. cas . org/ONLINE/DBSS/registryss . html 



Uploading C:\Program Files\Stnexp\Queries\10690222 . str 



chain nodes : 
10 12 13 
ring nodes : 

123456789 

ring/chain nodes : 

14 

chain bonds : 

4-10 7-13 8-12 13-14 

ring bonds : 



=> 
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1-2 1-6 2-3 3-4 4-5 5-6 5-7 6-9 7-8 8-9 
exact/norm bonds : 

1-2 1-6 2-3 3-4 4-5 4-10 5-6 5-7 6-9 7-8 7.-13 8-9 8-12 13-14 
isolated ring systems : 
containing 1 : 



Gl:C,N 

Match level : 

l:Atom 2: Atom 3: Atom 4: Atom 5: Atom 6: Atom 7: Atom 8: Atom 9: Atom 10: CLASS 
12: Atom 13: CLASS 14: CLASS 



LI 



STRUCTURE UPLOADED 



=> d 11 

LI HAS NO ANSWERS 
LI STR 




Gl C,N 



Structure attributes must be viewed using STN Express query preparation. 



=> s 11 sample 

SAMPLE SEARCH INITIATED 15:05:23 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 49 TO ITERATE 



100.0% PROCESSED 49 ITERATIONS 

SEARCH TIME: 00.00.02 



15 ANSWERS 



FULL FILE PROJECTIONS: 

PROJECTED ITERATIONS: 
PROJECTED ANSWERS: 



ONLINE * ^COMPLETE* * 
BATCH ** COMPLETE** 

560 TO 1400 
68 TO 532 



L2 



15 SEA SSS SAM LI 



=> s 11 ful 

FULL SEARCH INITIATED 15:05:32 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 1036 TO ITERATE 



100.0% PROCESSED 1036 ITERATIONS 
SEARCH TIME: 00.00.01 



290 ANSWERS 
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L3 



290 SEA SSS FUL LI 



=> file caplus 

COST IN U.S. DOLLARS 



SINCE FILE 
ENTRY 
161.33 



TOTAL 
SESSION 
161.54 



FULL ESTIMATED COST 



FILE 'CAPLUS' ENTERED AT 15:05:38 ON 22 APR 2005 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2005 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 22 Apr 2005 VOL 142 ISS 18 
FILE LAST UPDATED: 21 Apr 2005 (20050421/ED) 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

This file contains CAS Registry Niombers for easy and accurate 
substance identification. 

=> s 13 1- ibib abs hitstr 
MISSING OPERATOR L3 1- 

The search profile that was entered contains terms or 
nested terms that are not separated by a logical operator. 



=> s 13 
L4 



15 L3 



=> d his 



(FILE 'HOME' ENTERED AT 15:04:38 ON 22 APR 2005) 



LI 
L2 
L3 



FILE 'REGISTRY' ENTERED AT 15:04:55 ON 22 APR 2005 
STRUCTURE UPLOADED 
15 S LI SAMPLE 
290 S LI FUL 



L4 



FILE 'CAPLUS' ENTERED AT 15:05:38 ON 22 APR 2005 
15 S L3 



=> d 14 1- ibib abs hitstr 

YOU HAVE REQUESTED DATA FROM 15 ANSWERS - CONTINUE? Y/(N):y 



10/ 690,222 



ANSWER 1 OF IS CWUUS OOPTRXGBr 2005 ACS on STN 



ACCESSION NUKBSR) 
DOOOfENT NUMBER: 
TITLE: 



PATENT ASSIGNEE (5): 

SOURCE: 

DOCUMEIfT TTPE: 
LANGUAGE: 

FAMILT ACC. NUH. ONJNT: 
PATENT INFORMATION: 

PATENT MO. 

JP 2004300147 
PRIORITT APPLN. INFO. : 
OTHER SOURCE(S) : 



2004:898844 CAPLUS 

141:379932 

Preparation of 4, 7-<lihydrothieno[2, 3-b] pyridine and 

5,8-dihydroinidazo(l,2-a)pyriaidine derivatives as 

antagonists of RFaoide* related peptide (RFR?) receptor 

Ito, FUBioi RiDUsa, Shujii Ransaki* Naoyukl> Cho, 

Nobuoi Toshida, Hiroaii Matsuaoto, Hirokazu 

Takeda Chesicai lodustrias, Ltd., Japan 

Jpn. Xokal Tokkyo Koho, 112 pp. 

COUEMt JXXXAF 

Patent 

Japanese 



KIND DATE 

A2 20041028 
HARPAT 141:379932 



APPLICATION KO. 



JP 2004-74929 
JP 2003-72722 



20040316 
20030317 




AB Disclosed are RFamide- related peptide (RFRP) -binding G protein-coupled 
receptor (receptor OT7T022) regulators containing the title coo^xls- (I) 
[wherein ring A and B - (un) substituted aronatic ring: Rl, R2t R3 > H, each 
(un) substituted hydrocarfayl or hctarocyclyl, acyli X - C, Nf V * C, Nf T - 
T » S, N, NH, O. CH, CE:CH, N:CH, CH:N] or salts or prodrugs tharaof. 
Also disclosed are (1) analgesics, drugs for proootlng the analgesic 
activity of other analgesics, or resistance-pravanting drugs for other 
analgesics, (2) regulators for prolactin secretion. (3) inhibitors of 
pancreatic glucagon secretion, hypoglycemics, inhibitors of urine 

production, 

and (4) inhibitors of bladder contraction. Thereby, they are useful as 
preventives and/or reisedies for (1) hyperprolactinenda, pituitary adenoaa, 
intectirain (diencephalon) tunor, menstruation disorder, stress, autoinonine 
disease, prolactinoma, sterility, iiapotence, amenorrhea, galactorrhea, 
acromegaly, Chiari-Frommel syndrome, Argonz-del Castillo ayndrome, 
Forbes-Albright syndrome, breast cancer lymphoma, Sheehan's syndrome, or 
spermiogenesis disorder. (2) diabetes, glucose tolerance disorder, 
ketoais, acidosis, diabetic neuropathy, diabetic nephropathy, diabetic 
retinopathy, pollakiuria. enuresis, hyperlipidemia, sexual function 
disorder, skin disease, arthropathy, bone loss,, arteriosclerosis. 



ANSVER 1 OF 15 CAPLUS COPTRIGBT 2005 ACS on STN (Continued) 
thrombotic disease, indigestion, or Beaory- learning disorder, or (3) 
incontinence, lower urinary tract disease, hyperactive bladder, or urinary 
urgency, or hypotonic bladder accospanied by hyperactive bladder. Thus, 
aaination of 5- (l-acetoxy-2-Dethylpn^l) -3-brasonethyl-7- (2-f luorobanzyl)- 

2- (4-Bethoxyphenyl)-4-oxo-4,7-dihydrothienot2,3-blpyridine by 
N-oetbylbenzylaaine in DHF at room tecp. for 2 h gave 3- (N-benzyI>N- 
Bethylaainooethyl) -5- (l-acetaxy-2-oethylpropyl) -7- (2-f luorobenzyl) -2- (4- 
methoxyphenyl)-4-oso-4,7~dihydrothieno[ 2, 3-b] pyridine which was treated 
with a mist, of 1 N aq. NaOH and HeQH at room tecp. for 15 h to give 

3- (N-benzyl-N-methylaminooethyl) -5- (l-hydro»y-2-nethylpropyl) -7- (2- 
f luorobenzyl) -2- (4-oethoxyphenyl) -4-oxo-4,7-dihydrothieno(2,3-b) pyridine 
(II). II.HCl inhibited the binding of I125I1 hunan-RFRP-3-8 peptide having 
Tyr attached to the N terminus (i.e. Tyr-Val-Pro -Asn-Leu-Pro-Cln-Arg-Phe- 
NH2) in CHO cells expressing human OT7T022 with IC50 of <1 pM. 
Pharmaceutical formulations, e.g. tablet contg. II.HCl, were described. 
7a3337-06-4P 

RL: PAC (Pharmacological activity)! RCT (Reactant)i SPN (Synthetic 

preparation)! THU (Therapeutic use)j BIOL (Biological study) i PREP 

(Preparation): RACT (Reactant or reagent); USES (Uses) 

(reparation of dihydrothie no [2, 3-b] pyridine and dihydroimidazo{1.2- 
ajpyrinidine derivs. as antagonists of RFRP receptor for prevention and 
treatment of RFRP receptor-related diseases) 

783337-06-4 CAPLUS 

Ialdazo(l,2-a]pyrimidine-6-carbozyUc acid, 8-( (2,6-difluorc^enyl)Dethyl]- 
S, 8-dihydro-2- (4-Bethosyphenyl) -3- ( [methyl (phenyloathyl) anlno]nethylI -S- 
OXO- (9CI) (CA INDEX HAKE) 




CH2— N— CT2~ Ph 

7a333S-S4-9P 78333e-55-0P 7S3336-56-1P 
783336- S7-2P T83336-Sa-3P 7e3336-5»-4P 
7B3336-60-7P 783336-«l-ep 783336-62-9^ 
783336-95-ep T83336-96-9P 783337-07-5? 

RL: FAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(reparation of dihydrothieno[2, 3-b] pyridine and dihydrQiraidazo[l,2- 
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ajpyrinidina derivs. as antagonists of RFRP receptor for prevention and 
treatment of RFRP receptor- related diseases) 

RN 783336-54-9 CAPLUS 

CN Ioidazo[l,2-a3pyrimidine-6-carboxylic acid, B-[ (2,6-difluo^ophenyl)raothyll- 
2-[4- (2-furanylraethoxy} phenyl] -5, a-dihydro-3- [ [methyl (phenylraethyl) amino] m 
ethyl] -5-OXO-, ethyl ester, monohydrochloride (9CI) (CA INDEX NAME) 



He 

I 

Ph-CH2-N-CH2 




• HCl 



RN 783336-55-0 CAPLUS 

CN Inddazo[l,2-a]pyrinidine-6-carbo8ylic acid, 8- [ (2,6-dif luorophenyl)Bethyll- 
5, B-dihydro-2- (4-nethoxyphenyl) -3-( [methyl (phenylmethyl) amino] methyl] -5- . 
OXO-, monohydrochloride (9CI) (CA INDEX NAME) 




• HCl 



0 



CH2 N-CH2-Ph 



RN 783336-56-1 CAPLUS 

CN Imidazo[l,2-a]pyriBidina-6-carbQxaBide, B-[ (2,6-dif luorophenyDmethyl] -N- 
[3- (dime thy laalno) propyl] -5,8-dihydro-2- (4-iMthoxyphenyl) -3- 
[ (methyl (phenylmethyl) amino] methyli-S-oxo-, dihydrochlorlda (9CI) (CA 
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INDEX NAME) 



PAGE 1-A 




PAGE 2-A 

• 2 HCl 

RN 783336-57-2 CAPLUS 

CN Imidazo[l,2-a]pyrlmidine-6-carboaamide, 8- [ (2,6-dif luorophanyl) methyl] -5,8- 
dihydro-N- [3- (IH-imidazol-l-yl) pr^l] -2- (4-methoxyphenyl) -3- 
[ [methyl (phenylmethyl) amino] methyl] -5-0XO-, monohydrochloride (9CI) (CA 
INDEX NAME) 

page' 1-A 
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PACK 2-A 

• hci 



BN 783336-58-3 CAPLUS 

CN ThiooorphoUne, 4-[(e-[ (2,6-difluorophenyl)B«thyl]-5,8-dihydro-2-(4- 
oathoxypbenyl) -3- ( [MthyKphenylasthyl) aainoloathyl] -5-(noiBiduo(l,2- 
a]pyriBidin-6-yl]carboiiyl]-, Bonohydrochloride (9CI) (CA INDEX NAME) 



I 




• hci 



BN 783336-59-4 CAPLUS 

CN Piperazine, l-[ [8-[ (2.6-dlfluoropheIIyl)Bethyll-5,8-clibydro-^-(4- 
Betlunyphenyl) -3- [ (mtbyl (pbenylnttthyl) aaino] nwthyl] -S-oxoimida2o(l,2- 
a}pyriBidln-6-yllcarbooyl]-, dihydroehlorids (9CI) (CA INDEX NAME) 



Me 

I 
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RN 783336-60-7 CAPLUS 

CN iBidazotl, 2-a)pyriaidine-6-carboxyUc acid, 2-(4- 

(cyclopropyloethoxy) phenyl] -8- [ (2, 6-dif luorophenyDnethylJ -5, B-dihydro-3- 
{ (sethyl (phenyliMthyl) asdoo] oethyl] -5-oxo- , echyl ester, aonohydrochlorida 
(9CI) (CA INDEX NMfS) 



Me 

I 

Ph-CH2-N-CT2 




• BCl 



RN 783336-61-8 CAPLUS 

CN Iuidazo[l. 2-a}pyriBd.dine-6-carboxaiaide. 2- [4- (cyclopcopyloethoxy) phenyl] -8- 
[ <2,6-dif luorophenyDnethyl] -S,8-dibydro-N-a«thyl-3- 
( {nathyKphenylaetfayl) anino] nethyl] -S-oso-N-2-pyridinyl-, 
monohydrochloride (9CI) (CA INDEX NAME) 



•2 HCI 
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RN 793336-96-9 CAPLUS 

^ CN Imidazo[l,2-a]pyriiJiidinB-6-carboxaBide, 2- [<- (cyclopropyljnothoxy) phenyl] -8- 

^ ( (2, 6-dif luorophenyl) methyl] -5, B-dihydro-N-methyl-3- 

{[methyKphenyimethyl) amino] methyl] -S-oxo-N-2-pyridinyl- (9CI) (CA INDEX 
RN 783336-62-9 CAPLUS NAME) 
CN lBidazo[l,2-a}pyclmidlne-6-carboxyUc acid, 2-{4- 

(cyelopropylBethosy) phenyl) -8-[ (2, 6-dif luorophenyl) nethyl] -5» 8-dibydro-3- 
[ [nethyl (i^'enyljsethyl) aaino) Dethyl) -5-oxo-, 1, 1-dinethylethyl ester, 

Bonohydrochloride (9CI) (CA INDEX NAME) Y 




(cyclopropylmethoxy) phenyl] -8- { (2, 6-dif luorophenyl) nethyl] -5, 8-dihydro-3- 
( {methyl (phenylfflethyl) amino] nethyl) -S-OXO-, 1,1-dimethylethyl ester {9CI) 
(CA INDEX NAME) 

• HCI 



RN 783336-95-8 CAPLUS 

CN Iaidazo(l,2-a]pyrimidine-6-carboxylic acid, 2-[4- 

(cyclopr^iylraethoxy) phenyl] -8- [ (2. 6-dif luorophenyl) nethyl] -5, 8-dihydro-3- 
[[nethyl{phenylraethyl)aaino)metfayl]-5-oxo-, ethyl ester (9CI) (CA INDEX 
NAME) 
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'CH2 N-CH2-Ph 



IT 2294a5-««-3 7«9834-6»-3 

RL: RCT (Reactant) ; RACT (Roactant or reagent) 

(reparation of dihydrothieno [ 2, 3>b] pyridine and dihydroiBidazo[l,2- 
alpycipidine deriva. as antagonists of RFRP receptor for prevention and 
treatnent of RFRP receptor- related diseases) 

fat 22948S-44-3 CAPLUS 

CM Ifflidazo(l,2-a]pyrimidine-6-carboxyUc acid, &-[ (2,6*dif luorc«)henyl)Dethyl] • 
5, 8-diliydro>2-(4-bydrosyphenyl)-3*[ [methyl (phenylfflethyl) anino}methyl] -S- 
OXO-, ethyl ester (»CI) (CA INDBX HAKE) 




RN 749834-69-3 CAPLUS 

CN Ii&idazo[l,2-a]pyriraidine-6-carboxyllc acid, 8-[ (2, 6-difluorophenyl) oethyl] - 
5,8-dihydro-2- (4-mathoxyphenyl) -3- [ [methyl (phenylimthyl) ami no] me thy 1] -5- 
oao-. ethyl ester (9CI) (CA INDEX NAME) 



L4 AHStfER 2 OF IS CAPLUS COPYRIGHT 200S ACS on STN 
ACCESSION NUMBER: 2003:491231 CAPLUS 

DOCIMENT NUMBER: 139:69279 

TITLE: Preparation of nitrogen-containing heterocyclic 

compounds as antagonists of gonadotropin-releasing 
hormone 

INVENT(m(S): FUruya, Shuichi; Sasaki, Satoshi; Cho, Nobuo 

PATENT A5SIGNEB{S): Takeda Chemical Industries, Ltd., Japan 

SOURCE: per Int. Appl. , 64 pp. 

CODEN: PIXXD2 
DOCUMENT TYPE: Patent 
LANGUAGE: Japanese' 
FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 



PATENT NO. 




KIND 


DATE 


APPLICATION NO. 




DATE 


WO 200305188S 




Al 


20030626 


WO 2002-JP13209 




20021218 


V: AB, AG, 


AL, 


AH, 


AT. 


AU, AZ, 


BA, BB, BG, BR, 


BY, 


BZ, 


CA, CH, CN, 


CO, CR, 


CU, 


CZ, 


DE, 


DK, DM, 


DZ, EC, EE, ES, 


Fl, 


GB, 


60, GE, GH, 


Qt, HR, 


HU, 


ID, 


IL, 


IN, IS, 


KE, nS, KR, KZ, 


LC, 


LK, 


LR. LS, LT, 


LU, LV, 


MA, 


MD, 


MG, 


NX, HN, 


KV, MX, HZ. NO, 


NZ, 


OH, 


PH. PL. PT, 


RO, RU, 


SC. 


SD, 


SE, 


SG, SI, 


SK, SL, TJ, TM, 


TN, 


TR, 


TT. TZ, UA, 


U6, US, 


UZ, 


vc. 


VN, 


YU, ZA, 


ZM, ZV 








Rtf: GE, GM, 


XE, 


LS, 


MV, 


MZ, SD, 


SL, SZ, TZ, UG, 


ZM, 


ZV, 


AH, AZ. BY, 


KG, XZ, 


HD, 


RU, 


TJ, 


TH, AT, 


BE, BG, <S, CY, 


CZ, 


DE. 


DX, EE, BS, 


FI, FR, 


6B, 


GR, 


IB, 


IT, LU, 


MC, NL. PT, SE, 


SK. 


TR. 


BF, BJ. CF, 


CG, CI, 


CM, 


GA. 


GN, 


GQ, GV, 


ML, MR, NE, SN, 


TD, 


TG 




JP 2003183284 




A2 




20030703 


JP 2001-38 S977 




20011219 


PRIORITY APPLN. INFO. : 








JP 2001-385977 




A 20011219 



OTHER SOURCE(SJ: MARPAT 139:69279 

GI 



r3 




AB The title compda. represented by the following general formula (I) or 

salts thereof [wherein one of A and D represents nitrogen vhile the other 
represents carbon, or both of A and D represent nitrogen; B represents 
nitrogen or carbon; R represents halogenobenzyl: Rl represents each 
optionally substituted alkyl, aralkyl, heterocyclyl, aryl, or aninoi R2 
represents each optionally substituted alkyl or aralkyl; R3 represents B 
or optionally substituted alkyl; R4 represents a group represented by the 
folloving general formula Q (vherein R5 represents halogeno, alkyl, acyl. 
C02H optionally esterified or aaidated, alkoxy, thiol, alkylthio, amino, 
mono- or dialkyXamino. or mono- or diacylamino; and the ring E represents 
a benzene ring optionally having substituent(s> in addition to RS)f and a 
broken line indicates a single or double bond} are prepared These coapds. 
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have antagonism to gonadotropin- releasing hormone (GnRH) and are useful 
for the treatment or prevention of sex hormone-dependent diseases such as 
sex hormone-dependent cancer, its metastasis to bone, prostatic 
hypertrophy (prostatomegaly) , hysterorayoma, endometriosis, uterine 
fibroma, true precocious puberty, amenorrhea, premenstrual syndrome, 
dysmenorrhea, multilocular ovarian syndrome, acne, bald head, Alzheimer's 
disease, sterility, irritable bowel syndrome, or hormone-independent 
GnRH-sensitlve benign or malignant tumors, for the prevention of 
recurrence of sex hormone -independent cancer after surgery, or as reprodn. 
regulators, contraceptive agents, or fertility drugs (ovulation inducers). 
Thus, to a soln. of 100 mg 2- (4-amioophenyl) -3- (N-benzyl-N- 
methylaioinomethyl) -8- (2, 6-dif luorobenzyl) -S, 8-dihydro-6- (4-raethoxyphenyl) - 
5-oxoimidazo[l,2-a]pyrioidine in 5 raL CH2C12 were added 55 mg 
l,l'-carbonyldiimidazole and 0.047 mL Et3N under ice-cooling, stirred at 
room ten^. for 19 h, followed by adding 141 mg O-metfaylhydrosy lamina 
hydrochloride and 0.24 mL Et3N, and the resulting mixt. was stirred at 
room temp, for 24 h to give, after workup and silica gel chromatog.. 
3- (N-benzyl-N-methylaminonethyl) -8- (2, 6-dif luorobenzyl) -5,8-dihydro-2-(4- 
( { (raethoxyamino) carbonyl] amino] phenyl] -6- (4-methoxyphenyl) -5- 
oxoimidazo[l,2-a]pyrimidine (II). II inhibited the binding of 
{12SI] leuprorelin to CBO cell meidirane expressing human GnRH receptor tilth 
IC50 of 0.2 nM. A tablet, a vial, and a granule formulation contg. II 
were described. 

IT 54ST61-74-6P S48761-75-7V S4«761-7«-er 

S4876l-TT-»», 3- (N-Benryl-N-methylamioomathyl) -8- (2, 6- 

dif luorcAenzyl) -5, 8-diliydro>2- [4- [ ( (ethylamino) carbonyl] amino] phenyl] -5- 

oxo-6- (1-pyrrolyl) imidazo[l. 2-a] pyrimidine 

RL: PAC (Pharmacological acUvity)» SPN (Synthetic preparation)* THU 
(Therapeutic use) r BIOL (Biological study): PREP (Preparation): USES 
(Uses) 

(preparation of nitrogen-containing heterocyclic compds. as antagonists 

of 

gonadotropin- releasing hormone for the prevention or treatment of sex 
hormone-independent diseases) 
RN 548761-74-6 CAPLUS 

C» 3-Furancarboxamide, N-[4-{8-( (2,6-dif luorophenyl) methyl] -5, 8-dihydro-6- (4- 
methosyphenyl) -3- [ [methyl (phenylmethyl) amino] methyl] -S-oxoimidazo[l, 2- 
a]pyrlmidi^-^-yl]phe^yl] - (9CI) (CA INDEX NAME) 



Me 

I 




RN 548761-7S-7 CAPLUS 

CJI Urea, N-[4-[8-((2,6-difluorophenyl)methyl]-S.8-dihydro-6-(4-methoxyphenyl)- 
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3- [ [Bstfayl (phenyloethyl) aainojmthyl] -5*oxoiaidazo[l, 2-a]pyriBidin-2- 

yl] phenyl) -ft' -ethyl- (9CI) (CA INDEX NMfE) 




\ I 

Ca2 N-CH2- Ph 

RN 548761-76-8 CAPLUS 

CM Urea, N-[4-[8-[ (^,6-dlfluorophenyl)BethylI-5,8-difaydro-6-(4-Bwthasl^henyl)- 
^- ( [nethyl (phenylnethyl) amino] nethyl] -5-oxoimidazo[ 1, 2-a] pyriraidln-2- 
yl] phenyl] -N'-nethosy- (9CZ) (CA ZNI^ NAKE) 




NH-C-NH-OMe 



RN 548761-77-9 CAPLUS 

CN Urea, N- [4-[B-[ (2,6-dif luorophenyDmethyl] -5, 8-dxhydro-3- 

[ [ me thyl (phe ny Ine tbyl ) ami no] ne thyl ] - 5- ozo- 6- ( IH-py r rol - 1 -y 1 ) ioidaz o [ 1 , 2 - 
a] pyrlnidin-2-yl) phenyl] -N' -ethyl- (9CI) (CA INDQ( NAHE) 
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CH2 »-CH2-Ph 



RN 
CN 



229484-63-3 

RL: RCT (Reactant) t RACT (Reactant or reagent) 

(preparation of nitrogen-containing heterocyclic coopda. as antagonists 

gonadotropin- releasing honaone for the prevention or treatment of sex 
hormone-independent diseases) 
229484-63-3 CAPLUS 

Iiaidazo[l, 2-a]pyrimidine-6-carbozyLic acid, 8-[ (2, 6-difluorophenyI) methyl] - 
5. 8-dihydro-3-{ {methyl (phenylmethyl) amino] methyl] -2- (4-nitrophenyl) -5-oxo- 
r ethyl ester (9CI) (CA INDEX NAKE) 




CH2 N-CH2-Ph 



5487«l-e3-7P 5487«l-B«-ar »4B7«l>e5<-9P 

5487ffl-«6>0V, 2- (4-ADinophenyI) -3- (N-benzyl-N-mathylasdnomethyl) -8- 
(2, 6-dif luon^enzyl) -5, 8-dihydro-5-oxo-6- (1-pyr rolyDinidazod, 2- 
a]pyriBidlne MB761-07-1P 54S761-88-2P 
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RL: RCT (Reactant) t SPN (Synthetic preparation) f PREP (Preparation) ; RACT 

(Reactant or reagent) 

(pcepn. of nitrogen-contg. heterocyclic compds. as antagonists of 
gonadotropin- releasing hormone for the prevention or treatment of sex 
hormone -independent diseases) 

548761-83-7 CAPLUS 

Imidazo[l, 2-a] pyrinddin-5(8B) -one, 8-( (2, 6-difluorophenyl) methyl] -6- (4- 
methoxyphenyl) -3- [ [methyl (phenylmethyl) amino] methyl] -2- (4-nitrophenyl) - 
(9CI) (CA INDEX NAKE) 




CH2 N-CH2-Ph 

RN 548761-84-8 CAPLUS 

CN Inidazo[l,2-a]pyrimidin-5 (8H)-one, 2-(4-aminophenyl) -8-( (2,6- 

dif luorophenyl) aathyl) -6- (4-nethoxyphenyl) -3- [ [methyl (phenylmethyl) amino] m 
ethyl]- (9CI) (CA INDEX NAME) 




\ I 

CH2 N-CH2- Ph 

548761-85-9 CAPLUS 

Inidazo{ 1 , 2-a1 pyrimidin-5 (BH) -one , 6-amino-B- [ (2, 6-dif luorophenyl) methyl] - 
3-{[fflethyl(phenylmethyI)aaino)aethyl] -2- (4-nitrophenyl)- (9CI) (CA INDEX 



ANSWER 2 OP 15 CAPLUS COPYRIGHT 2005 ACS on STN 
NAME) 




CH2 M-CH2-Ph 



RN 548761-86-0 CAPLUS 

CN Imida2o[l,2-a)pyrimldin-5(8H)-one, 2-(4-aminaphenyl)-8-[(2,6- 

dif luorophenyl) methyl] -3- [ [methyl (phenylmethyl) amino] methyl] -6- (IH-pyrrol- 
l-yD- (9CI) (CA INDEX NAKE) 



548761-87-1 CAPLUS 

Imidazo[l,2-a]pyrimidine-6-carboxylic add, B-[ (2,6-difluor(9henyl)methyll- 
5, 8-dihydro-3-[ CiaethyKphenylaetfayl) aaino]methyl] -2- (4-nitraphenyl) -5-oxo- 
(9CI) (CA INDEX NAHE) 



10/ 690,222 



U ANSWER 2 OF 15 CAPLUS OOPTRIGSr 200S ACS on STN (Continued) 



HO2C" 




AUTBDR(S): 



CORPORATE SOURCE: 



\ I 

CH2 N-CS2-Ph 



BN 549761-88-2 CAPLUS 

CN Carbaoic acid, [8-{ (2,6-difluorophanyi)G»tl)yl]-5,S-dihydro-3- 

[ [mthyl (phanylintliyl) aaino] Mthyll -2- (4-nitrophenyl) -5-oxoiBidazo( 1 , 2- 
a]pyriDidin-6-ylI>, 1,1-diiMthy lathy 1 tster (9CX) (CA INDEX HAKE) 



t-BuO-C-NH 




L4 AHStfER 3 OF IS CAPLUS COPYRIGHT 2005 ACS oa STN 
ACCESSION NUKBER: 2003:238711 CAPLUS 

DOCUHENT NUKBER: 138:395424 

TITLE: Design and Structure-Activity Relationships of 

2>Alkyl-3-aEdnaaethyl-6- (3-oetho«yphenyl) -T-esethyl-S- 
(2-fluorobenzyl)iraidazolo[l, 2-a]pycinid-5*one3 as 
Potent GnRH Receptor Antagonists 

Zhu, Ytin-Feif Guo, Zhiqiang? Gross, Tiootfay D.t Gao, 
Yinghong* Connors, Patrick J., Jr.i Struthers, R. 
Scotti Xie, QiUf Tucci, Fabio C.i Reinhart, Greg J.i 
Vu, Dongpei; Saunders, John; Chen, Chen 
Departaent of Hedicinal Chesdstry and Departeent of 
Exploratory Discovery, Neurocrine Biosciences Inc.. 
San Diego, CA, 92121, USA 

Journal of Medicinal Cheraistcy (2003), 46(9), 
1769-1772 

CODEN: JMOIARj ISSN: 0022-2623 
Aaerican Cheoical Society 

Journal 
English 

CASREACT 138:395424 
SAR studies of T-phenylpfyrroloIl, 2-a] pyrimid-4-one3 and 
2-phenyliDidazolo(l, 2-a]pyrimidines as nonpeptide human GnRH receptor 
antagonistSr lead us to believe that the aroaatic ring at po3ition-2 of the 
pyrinidines is no longer crucial for the binding once an aryl group is 
incorporated at position-6. Ve report here the use of a 2-allcyl group on 
the isiidazolo[l,2-a]pyriaidone core to generate potent GnRB receptor 
antagonists. This discovery enabled us to obtain soaller but equally 
potent GnRH receptor antagonists. 
IT 485404-49-7 

RL: PAC (Pharaacological activity)! TRU (Therapeutic use)) BIOL 
(Biological study)* USES (Uses) 

(preparation and structure-activity relationships of 
ioidazolopyrimidones as 

GnRH receptor antagonists) 
RN 485404-49-7 CAPLUS 

CN iBidazotl, 2-a] pyrimidin-5 (88) -one, 8- [ (2-f luorophenyl) nwthyl] -6- (3- 
methoxyphenyl) -2- (4-methosyphenyl) -7-iBethyl-3- 1 [methyl(2- (2- 
pyridinyl) ethyl] anino]Bethyl]- (9CI) (CA INDEX NAME) 



SOURCE: 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE: 
OTHER SOURCE(S) 
AB 



\ 



CH2 — N-CH2-Ph 



REFERENCE COUNT: 



THERE ARB 2 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 




CH2-CH; 



'no 



REFERENCE COUNT: 



THERE ARE 11 CITED REFERENCES AVAILABLE FOR THIS 
ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 
. PATENT ASSIGNEB(S): 
SOURCE: 



LANGUAGE: 
FAMILY ACC. NU 
PATENT INFORMATION: 



2002:907162 CAPLUS 
137:380043 

Treatment of denentia and neurodegenerative diseases 
trith inte mediate doses of LHRH antagonists 
Engel, Jurgan! Voegell, Rainer 
Germany 

U.S. Pat. i^pl. Publ., 3 pp. 

OODEN: USXXCO 

Patent 

English 

1 



KIND DATE 



US 


2002177556 




Al 




20021128 


CA 


2444876 




AA 




20021227 


WO 


2002102401 




Al 




20021227 




W: AU, BG, 


BR, 


BY, 


CA. 


CN, CO. 




JP, 105, 


KR, 


KZ, 


LT, 


LV, MX. 




UA, UZ, 


YU, 


ZA, 


AM. 


AZ, BY, 




RV: AT, BE, 


CH, 


CY, 


DB. 


DX, ES, 




PT, SE, 


TR 








EP 


1392348 




Al 




20040303 




R: AT, BE, 


CH, 


DE, 


DK, 


. E5, FR, 




IE, SI, 


LT, 


LV, 


FI. 


RO, MX, 


BR 


2002009290 




A 




20040713 


JP 


2004529207 




T2 




20040924 


ZA 


2003005326 




A 




20030730 


NO 


2003004322 




A 




20030926 


BG 


108339 




A 




20041130 



PRIORITY APPLN. INFO. : 



APPLICATION NO. 

US 2002-133967 
CA 2002-2444876 
WO 2002-EP4677 
CZ, EE, GE, HR, HU, 
MX, NO, NZ, PL. RO, 
XS. KZ, MD, RU, TJ, 
FI, FR, GB, 6R, IE, 

EP 2002-735312 
GB, GR, IT, LI, LU, 
CY, TR 

BR 2002-9290 
JP 2003-504987 
ZA 2003-5326 
NO 2003-4322 
BG 2003-108339 
US 2001-287434P 
VO 2002-EP4677 



DATE 

20020427 
20020427 
20020427 

ID, IL, IN, IS. 

RU, SG, SI, 5K, 

TM 

IT, LU, MC, NL, 

20020427 
NL, SB, MC, PT. 

20020427 
20020427 
20030710 
20030926 
20031110 
20010430 
20020427 



The present invention relates to the treatment of dementia and 
neurodegenerative diseases like Alzheimer's disease tfith intertaediate 
doses of LHRH antagonists which do not cause a castration. A preferred 

LHRH antagonist is cetrorelin. 
308143-00-2 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(LHRH antagonist; treatment of dementia and neurodegenerative diseases 
vith intermediate doses of LHRH antagonists) 
308143-00-2 CAPLUS 

Imidazo[l,2-a]pyriiaidine-6-carb03cylic acid, 2-(2,5-dimethyl-3-furanyl) -8- 
[(2-fluorc9henyl)fflethyll -S.8-dihydro-3-[(Dethyl[2- (2- 

pyridinyl) ethyl] amino] methyl) -5-OKO-, 1-ethylpropyl ester (9CI) (CA INDEX 
NAME) 
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r 

^•^N 1— cH2-M-ca2-ca2— 



U ANSVER 5 OF 15 
ACCESSION NUMBER: 
DOOJNENT NUMBER: 
TITLE: 



CORPORATE SOURCE: 
SOURCE: 



PUBLISHER: ' 
DOCUMENT TYPE: 




OTHER SOURCE (S): 
GI 



CAPLUS CXIPYRIGHT 2005 ACS on STN 
2002:846214 CAPLUS 
13S:34S294 

A novel aynthesis of 7-aryl-B-fluoro-pyrrolof 1,2- 
a]pyriciid-4-one9 as potant, stable GnRH receptor 
antagonists 

Tucci, FahioC. > Zhu, YUn-Fsit Guo, Zhiqiangi Gross, 
Tipothy 0. t Coaaors, Patrick J.s Struthars, R. Scottt 
Rainhart, Cctg J.i Vang, Xiaochuani Saunders, Johni 
Chen, Chen 

Neurocrine Biosciences, Inc., San Diego, 
USA 

Bioorganic & Medicinal Chesdstry Lettc/s (2002), 
12(23), 3491-3495 
CODEN: BHCLESf ISSN: 09G0-894X 
Elsevier Science Ltd. 
Journal 
English 

CASREACT 138:348294 






A nev class of small inol. GnRB antagonists, the 7'aryl-8-fluoro- 
pyrrolo[l, 2-a]pyrimid-4-ones, was designed and a novel synthesis for these 
compds. vas developed. The synthesis utilizes a base -catalyzed intranol. 
cyclization of a fluoronethyl pyriiaidone to generate the bicyclic core. 
Anongst the coopds. synthesized, we discovered sooe highly potent GnRB 
receptor antagonists (e.g., I, Xi>9 nM), which showed enhanced stability 
towards acidic physiol. conditions conpared to the des-fluoro. analogs. 
308142-94-lP 308142-95-2P 30S142-96-3P 
308142-97-4P 308142-98-57 30ei42-99-6P 

RL: FAC (Fharioacological activity) ; SPN (Synthetic preparation) t THU 
(Therapeutic use)! BIOL (Biological study)* PREP (Preparation)! USES 
(Uses) 

(synthesis of aryl f luoropyrrolopyrimidones as GnRH receptor 
antagonists) 



L4 ANSWER 5 OF 15 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
RN 308142-94-1 CAPLUS 

CN Pyrrole [l,2-B]pyrimidina-3-cad9oxylic acid, 8-fluoro-l-( (2- 

fluorophenyDnethyl] -l,4-dihydro-7-(4 - (2-methylproposy) phenyl] -6- 
t(Dethyl(2-(2-pyridinyl) ethyl] amino] methyl] -4-aBO-, ethyl ester (9CI) 
INDEX NAME) 
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II i 



CH?- N- CH2— CH2- 




J5" 



308142-95-2 CAPLUS 

Pyrrolo[l,2-a]pyrimidine-3-carfooxylic acid, 8-f luoro-l-t (2- 

f luorophenyl) methyl] -1, 4 -dihydro-6- [ [methyl (pheaylnethyl) amino] methyl} -7- 

[4-(2-methylpropoxy)phenyl]-4-oxo-, ethyl ester (9CX) (CA INDEX NAME) 




308142-96-3 CAPLUS 

Pyrrolo{l,2-a]pyrinidine-3-carboxylic acid, 8-fluoro-l-( (2- 
f luorophenyl) methyl) -6- C [ (2-furanylnethyl)methylamino] methyl) -1, 4-dihydro- 
7-[4-(2-methylpr<4Xwy)phe^yl] -4-oxo-, ethyl ester (9CI) (CA INDEX NAME) 



308142-97-4 CAPLUS 

Pyrrolo[l,2-a]pyrimidine-3-carboxylic acid, a-fluoro-l-[ (2- 
f luorophenyl) methyl) -l,4-dihy(lro-7- (3-metho«yphenyl) -6- 
[[methyl(phenylmethyl)amino)aethyl]-4-oxo-. ethyl ester (9CI) 
NAME) 



(CA INDEX 




308142-98-5 CAPLUS 

Pyrrolo[l,2-a]pyrimidine-3-carboxyllc acid, 8-f luoro-1- [ (2- 
f luorophenyl) methyl] -6- ( { (2-furanylmethyl) methylamino] methyl] -1, 4-dihydro- 
7-(3-metho»yphenyl)-4-oxo-, ethyl ester (SCI) (CA INDEX NAME) 
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m 308142-99-6 CAPLUS 

CM Pyrrolo[l»2-a]pyrlBicline-3-carbcniylic acid, 8-fluoro-l-[ (2- 

f luorophttnyi) Mtbyl] -1, 4-diliydro-7- (3-B*thoxyphenyl) [ [mtliyl[2- (2- 
pyridinyl)«thyl]aBino)Bathyl]-4-<»o-, athyl astar (9CZ} <CA INDBC HAKE) 




CH2— N— CH2— CH2- 



REFERENCE COUNT: 



28 TBERE ARE 28 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORHAT 



L4 ANSWER 6 OF 15 
ACCESSION NUHBER: 



OORFORATE SOURCE: 



LANGUAGE: 
OTHER SOURCE (S) 



CAPLUS OOPYRIGHT 2005 ACS on STN 
2002:543700 CAPLUS 
138:122610 

A new class of potent nonpeptide luteinizing 
horctone- releasing horoone (LHKH) antagonists: design 
and synthesis of 2-phenyla.Bidazo(l,2-a]pyriaidiin-5- 
onaa 

Sasaki. Satoshii Imaada, Toshihira* Bayasa, Yoji* 
Shiaizu, Toshiaki} Kasai. Shizuoi Cho, N^oi Harada< 
Masacaka} Suzuki, Nobuhiro^ Fumya, Shuichii FXjjino, 
Hasahiko 

Phareaceurical Research Division, Takeda Cheolc^l 
Industries, Ltd., Tsukuba, Ibaraki, 300-4293,''JSlaan 
Bioorganic t Medicinal Chemistry Latterp (2002),^ 
12(16). 2073-2077 
CODEK: BNCLSa; ISSN: 0960-894X 
Elsevxec Science Ltd. 
Journal 
English 

CASREACT 138:122610 
The design and synthesis of a new class of nonpeptide LH- releasing homona 
(LHKH) receptor antagonists, the 2-phenyliciida2o[l, 2-alpyriiaidin-S-onas, 
is reported. Aiaong coopds. described in this study, ve identified a 
potent antagonist with nanoaolar in vitro functional antagonisn. Tha 
result night suggest that tha hatarocyclic 5-6-ring ayatao possessing a 
pendant ph group attached to the five-Beobared ring ia tha inpoctant 
structural feature for a scaffold of snail boI. ISRH antagonists. 
229484-79- IP 229484-80-47 489473-26-9P 
489473-27-0? 489473-28- IP 489473-29>2P 
489473-30-5P 489473-31-6P 489473-32-7P 

RL: PAC (PharBacologlcal activity) i RCT (Reactant)f SPN (Synthetic 
preparation)! BIOL (Biological study) i PREP (Preparation) i RACT (Reaetant 

or reagent) 

(acylation of> preparation and biol. evaluation of 

phenylimidazopyriiaidinones as potent noiq>eptida LH-ralaasing hormona 

antagonists) 
229484-79-1 CAPLUS 

Iaidazo[l,2-a]pyrimidine-6-carboxylic acid, 9-[ (2, 6-difluorophenyl) methyl] 

5, 8-dihydrD-2- [4-1 (2-methyl-l-OKOpropyl) amino] phenyl} -3- 

[ [methyl (phenyloethyl)aainolBethyll-5-oxo-, ethyl ester (9CI) (CA INDEX 

HAKE) 



L4 ANSVER 6 OF 15 CAPLUS OOPYRIGHT 2005 ACS on STN (Continued) 




CH2 N-CH2-Ph 



RN 229484-80-4 CAPLUS 

CN lBidazo[l,2-a}pyriBidine-6-carboxylic acid, 8-{ (2, 6-dif luorophenyl) oethyl] - 
2- [4- [ [ (athylamino) cacbonyl] amino] phenyl] -5, 8-dihydro■'^- 
[ [Bethyl(phenylaatfayl) aminojmethyl] -S-oko-, ethyl ester (9CI) (CA INDEX 
NAKE) 



L4 ANSVER 6 OF 15 CAPLUS OOPYRIGHr 2005 ACS on STN (Continued) 




'Ca2 N-CH2-Ph 



RN 489473-27-0 CAPLUS 

CN ZBidazo[l,2-a]pyriBidine-6-carbosylic acid, 2-[4- 

[ (cyclopropylcarbonyl) anino] phenyl] -8- [ (2. 6-dif luorophenyl) aathyl] -5,8- 
dihydro-3-[[Bethyl(phenylBathyl)aBino)Bethyl]-5-oao-, ethyl aster (9CI) 
(CA INDEX NAHE) 



CH2 




NH-C-NHEt 



CH2 M-CH2-P»i 



RN 489473-26-9 CAPLUS 

CN lBidazo(l,2-a]pyrinidine-6-carboicylic acid, 8-[ (2, 6-dif luorophenyl) aethyl] - 
5, 8 -dihyd ro-3- ( {Be thyl (pheny iBa thyl) aBino] Bethyl] - 5-oxo- 2- [ 4 - [ ( 1- 
oaoprt^Daaino] phenyl]-, ethyl ester (9CI) (CA INDEX NAME) 



He 

I 




RN 489473-28-1 CAPLUS 

CN lBidazo(l,2-a]pyriBidine-6-carboxylic acid. 8- [ (2, 6-dif luorophenyl) nethyl] 
5. B-dihydro-3- ( (Betbyl (phenylaetbyl) amino] iMthyl] -5-oko-2- C4 - ( ( l-oao-2- 
propenyl) amino] phenyl]-, ethyl ester (9CI) (CA INDEX NAME) 
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CH2 N-CH2-Ph 



RN 489473-29-2 CAPLUS 

CN Zmidazo[l,2-a]p/cimidln«-6-carboxyllc acid, 2-[4-(banzaylamlnQ)phenyl]-B- 
{ (2,6-dlf luorophanyl) mathyl) -S, 8-dihydro-3- [ (iBathyl (phenylMthyl) «alno]Bat 
byll-5-oso-, ethyl estar (9CI) (CA INiraC NAME) 




'CT2 l»TCH2-Ph 



RN 489473-30-5 CUIUS 

CN Inldazo(l,2-a]pyrialdin«>6-carboxylic acid, 8-[ (2,6-dULiriuorqph«nyl)mathyl] - 
5, 8-dihydro-3-[ [oethyl (phenylBsthyl) amino] nethyl] -5-0X0-2- [4- [ (3- 
thienylcarbcnyl) and no] phenyl]-, ethyl ester (9CI) <CA INDEX NAME) 



He 
I 




m 489473-31-6 CAPLUS 

CN lmidazo[l,2-a)pyriaidine-6-carboxylic acid, 8-{ (^,6-difluo^^h•nyl)methyl]- 
2-{4- ( (3-furanylcarbonyl) aoino] phenyl) -5,8-dihydro-3- 
( [methyl (phenyloethyl) amino} methyl] -5-OXO-, ethyl ester (9CI) (CA INDBC 
NAME) 



I 




Mi 489473-32-7 CAPLUS 

CN Imida2o(l,2-aJpyrinidine-6-carboxylic acid, 8-{ (2, 6-difluorophenyl) methyl]- 
5, 8-dihydro-2- [4-[ [ (Rethoxyanino)carbonyl] aminolphenyl] -3- 
{ [methyl (phenylnethyl) amino] methyl] -5-OXO-, ethyl ester (9CIt (CA INDEX 
NAKB) 
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CHz N-CH2-Ph 



IT 2294B5-05-6P 2294B5-06-7P 

RL: PAC (PhacDacological activity); SPN (Synthetic preparation) i BIOL 
(Biological study) f PREP (Preparation) 

(preparation and biol. evaluation of phenylimidazopyrimidinones as fxitent 
nonpeptide I£-releasing hormone antagonists) 
RN 229485-05-6 CAPLUS 

CN I[ixidazo[l, 2-a] pyriraidine-6-carboxylic acid, 8- ( (2, 6-difluorophenyl)methyl] - 
5, 8-dihydro-2-[4- [ [ (oethoxyamino) carbonyl] amino] phenylj -3- 
[[methyl(phenylBethyl) amino] methyl] -S-OSO-, 1-methylethyl ester (9CI) (CA 
INDEX NAME) 




CH2 — -N-CH2-Ph 



RN 229485-06-7 CAPLUS 

CN Iraidazo(l,2-a] pyrimidine-6-carboxylic acid, 8-[ (2, 6-difluorophenyl)methyll - 
2- 1«- [ t (ethylamino) carbonyl] amino] phenyl] -5, 8-dihydco-3- 
[[ me thyl(phenylmethyl) amino] methyl]-5-oxo-, 1-methylethyl ester (9CI) (CA 
INDEX NAME) 
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CH2 N-CH2-Ph 

IT 229484-76-BP 

RL: RCT (Reactant) t SPN (Synthetic preparation) i PREP (Preparation) t RACT 
(Reactant or reagent) 
(preparation of) 
RN 229484-76-8 CAPLUS 

CN Inidazo[l,2-a]pyriiiiidine-6-carboxy lie acid, 2-(4-aminophenyl)-8-[ (2,6- 
dif luorophenyl)methyl) -5, a-dihydro-3- [ [methyl (phenylmethyl) amino] methyl] -5- 
oxo-r ethyl ester (9CI) (CA INDEX NAME) 




'CH2 — N-ai2-Ph 



IT 229484-63-3P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(reduction of; preparation and biol. evaluation of 
phenylimidazopyrimidinones as 

potent nonpeptide I£- releasing hormone antagonists) 
RN 229484-63-3 CAPLUS 

CN lmidazo[l,2-a)pyrimidine-6-carbaxylic acid. 8-[ (2,6-diCluorophenyl)methyl) - 
5,8-dihydro-3-[ [methyl (phenylmethyl) amino)methyl] -2- (4-nitrophenyl) -S-oxo- 
. ethyl ester (9CI) (CA INDEX NAME) 
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CAPUIS CQPYRICar ZOOS ACS on STH 
2002:543699 CAPLUS 
138:106651 

D«3ign, synthesis and structura-activit/ relationships 
of naval iaidazolo[l, 2-a]pyrinid-5-onas as potant GnRH 
raceptor antagonists 

Gross. TiBothy D. ; Zhu, Yun-Faif Saunders, Johat 
Vilcosan, Xaith H,i G»o, yin9hongi Connors, Patrick 
J.I Quo, Zhiqiang; Struthers, R. Scottt Reinhart, Greg 
J.I Chan, Chan 

Dapartaent of Medicinal Chemstry. Neuroc^ 
Biosciences, Inc., San Diego, CA, 92121,/ 
Bioorganic « Medicinal Chenistry Letter/ (2002), 
12(16). 2185-2187 
CODEN: BMCLESi ISSN: 0960-894X 
Elsevier Science Ltd. 
Journal 
English 

CASRSACT 138:106651 
Structure-activity relationship (SAR) studies of lead GnRH receptor 
antagonists reported earlier resulted in the discovery of a new i 
vhich shoved ouch higher potency (Ri>4.6 nM, cos^pared vith previously 
reported coopound, Ki-230 nM) in vhich the 7-position of the 
iBidazolo[l,2-a]pyrimidona core vas substituted with a Me group, and the 
ester at the 6-position vas replaced by the 3-netho«yphenyl group. 
4aS404-47-SP «85404-48-«P 48S404-49-7P 
485404-SO-OP 485404-51-lP 485404-52-2P 
48S404-53-3P 485404-54-4P 485404-55-5? 
48S404-56-6P 485404-57-TP 485404-59-9P 
48S404-60-2P 485404-61-3P 485404-62-4P 
4aS404-63-5P 485404-64*«P 485404-«5->7P 
485404-66-8? 485404-67-9P 4e5404-68H)» 

RL: PAC (Pharmacological activity)! SFN (Synthetic preparation); BIOL 

(Biological study) i PREP (Preparation) 

(preparation and structure-activity relationships of novel 
inidazolopyrioidones as potent GnRH receptor antagonists) 

485404-47-5 CAPLUS 

loidazo [ 1 , 2-a}pyrimidin-5 (BH) -one, 6-brORO-8- [ (2-fluorophenyl)iaethyi] -2- (4- 
Dethoxyphenyl)-7-methyl-3-[[Bethyl[2-(2-(^ridinyl) ethyl] aolno) methyl] - 
(9CI) (CA INDEX NAME) 
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CN Inidazo[l,2-a]pyrimidin-5(8H)-one, 8-[ (2-fluoropha^yl)Bethyl]-6-(2- 
lMthoxyphenyl) -2- (4-Biethoicyphenyl} -7-methyl-3- [ {methyl (2- (2- 
pyridinyl) ethyl] amino] methyl] - (9CI ) (CA INDEX NAME) 




RN 485404-49-7 CAPLUS 

CN ImidazoIl,2-a]pyrimidin-5(8H)-one, 8- [ (2-fluoropheRyl)methyll-6- (3- 
methoxyphenyl) -2- (4-fflethoxyphenyl) -7-nethyl-3-[ (methyl [2- (2- 
pyridinyl) ethyl] amino] methyl]- (9CI) (CA INDEX NAME) 




RN 485404-50-0 CAPLUS 

CN Ifflidazo[l,2-a]pyrlmidin-5(8H)-one, 8-{ (2-fluoraphenyl)metliyl] -2, 6-bis(4- 
methocyphenyl) -7-methyl-3- [ [methyl (2- ( 2-pycidinyl) ethyl] amino] methyl] - 
(9CI) (CA INDEX NAME) 
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RN 485404-51-1 CAPLUS 

CN IiAidazo[l,2-aIpyrifflidin-5(8H)-one, 6-(l, 3-banzodiosol-5-yl)-8-[ <2- 
fluorpphenyl) methyl] -2- (4-methosyphenyl) -7-methyl-3-[[methyl(2-(2- 
pyridinyl) ethyl] amino] methyl]- (9CI) (CA INDEX HAHE) 




RN 485404-52-2 CAPLUS 

CN Iraidazo[l,2-a]pyriaidin-5(8H)-one, 6-(3,4-dinethoxyphenyl) -8-( (2- 
fluorophenyl) methyl] -2- (4-methosyphenyl) -7-methyl-3- ( (methyl (2- (2- 
pyridinyl) ethyl] amino] methyl]- (9CI) (CA INDEX NAME) 
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RN 485404-53-3 CAPUIS 

CN iBddazot 1, 2-al pyrinidin-S (SB) -one. 8- [ (2-f iuorophenyl) methyl! "2- {4- 

BMthoxyphenyl) -7-Rethyl-3- ( [methylC2- (2-pycidinyl) ethyl] aaino] methyl) -6- 
(3,4.5-trimethosyphenyl)- (SCI) (OA INDEX lUHB) 




RN 485404-54-4 CAPLUS 

CN Imldazo[1.2-a]pycimidin-5(8H)~one, 6- <3-f Iuorophenyl) -8- [ (2- 

fluort^henyl) methyl] -2- (4-methojiyphenyl) -7-raethyl-3-( {methyl[2- (2- 
pyridinyl) ethyl] amino] methyl]- (9CI) (CA INDEX WWE) 
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RN 485404-5S-5 CAPLUS 

CN Icddazo(1.2-a)pyriEudin-5(eH)-one, e-[ (2-Cluorophenyl)Bethyl] -2- (4- 

methoxypheayl) -7-pethyl-3-[ (methyl[2- (2-pyridinyl) ethyl] affllRolmethyl) -6-{3- 
(trifluoromethyl) phenyl]- (9CI) (CA INDEX NAHE) 




RN 485404-56-6 CAPLUS 

CN Inida2otl,2-a]pyrimidin-5(8H)-one, 6- (3, 5-dichlorophenyl) -8-( (2- 
fluorophenyl)n»BthylJ-2- t4-methoxyphenyl) -7-methyl-3-{ {Bethy^l2-(2- 
py^idinyl) ethyl] aaino] methyl] - (9CI) (CA INDEX NAME) 
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CN Imidazo[l,2-B]pyriBidin-S(8H)-one, 8- [ (2-f Iuorophenyl) methyl] -2- (4- 

Mthoxyphenyl) -7-methyl-3-( [methyl C 2- (2-pyridiinyl) ethyl] amino] methyl] -6- (3- 
thienyl)- (9CI) (CA INDEX NAHE) 




RN 485404-59-9 CAPLUS 

CN iBidazot 1, 2-al pyriiiiidin-5(8H) -one. 6- (l,3-ben2odioaol-5-yl) -3- 

[ (butylnethylaraino) nethyl] -8-{ (2-f Iuorophenyl) methyl] -2- (4-methoiiyphenyl) - 
7-nethyl- {9CI) (CA INDEX NAME) 
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RN 485404-60-2 CAPLUS 

CN I»iidazo[1.2-a]pyriiaidin-5(8H)-one. 6- (1, 3-benzodioxol-5-yl) -8- ( (2- 
f Iuorophenyl) methyl] -3-[ [ (2-methoxyethyl)raethylaaino] methyl] -2- (4' 
methoxyphenyl)-7-methyl- (9CI) (CA INDEX NAME) 




CN Imidazo[1.2-a]pyrimidin-5(eH)-one. 6- (1.3-benzodioiiol-5-yl) -3-{ [[2- 

(diethylamino) ethyl] me thylani no] methyl] -8- [ (2-f Iuorophenyl) methyl] -2- (4- 
methozyphenyl) -7-methyl- {9CI) (CA INDEX WWE) 
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J N- CS2- CH2- »rat2 



RN 485404-62-4 CAPLUS 

CN lmidazo(l,2-alpyciiaidin-5(9H)-one, 6- (l,3-beozodio)iol-5-yI) -B-( (2- 
f luorophsnyl) methyl) -2- (4-Bethoxyphenyl) -7-m«thyl-3- 
[(Rethyl(phenylaethyl)asdoo]Bethyl)- (9CI) (CA INDEX HAMS) 




BM 485404-63-5 CAPUIS 

CN Iniidazo[l,2-a]prrlmidin-5(8H)-one. 6-(l,3-benzodlo]«ol-5-yl) -8-[ (2- 
f luorophenyl) nethyl] -2- (4 -nethoxyphenyl) -7-aetltyl-3- ( [mthyl {2- 
phenylethyl) amino] aethyl]- (9CI) (CA INDEX HAKE) 
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BN 485404-64-6 CAPLUS 

CN Inidazo(l,2-alpyrifflidin-5(BH)>on*. 6-(l,3-beo2adi«iol>5-yl)-3-( [ [2- (2- 
f luorophenyl) •tliyl]a«thylamino] nathyl) -8- ( (2-f luorophanyl) owthyl] -2- (4- 
mtho«yphenyl)-7>inthyl- (9CI) (CA XHOBC NAHB) 




RN 485404-65-7 CAPLUS 

CN Iinidazo[l,2-a]pyrlnidin-S(8H)-one, 6-(l,3-benzodiaKol-S-yl)-8-[ (2- 
f luonq>henyl)iiietbyl] -2- (4-iiietboByph«nyl) -7-Bethyl-3-[ [methyl[2- (4- 
pyridlnyl) ethyl] amino] methyl]- (SCI) (CA INDEX NAME) 
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RN 485404-66-8 CAPLUS 

CN Imidazo(l,2-a]pyrimidin-S(8H)-one, 6-(l,3-benzodioxol-5-yl)-8-((2- 

f luorophenyl) nethyl] -2- (4-nathosyphenyl) -7-methyl-3- (4-Bocpholinylaethyl) - 
(9CI) (CA INDEX NAME) 




RN 485404-67-9 CAPLUS 

CN lDidazo{l, 2-a] pycimidin-5 (BH) -one, 6- (1, 3-benzodioxol-5-yl) -8-1 (2- 

f luorophenyl) methyl] -3- [ (hesahydro-4-methyl-lH-l,4-diazepin-l-yl) methyl] -2- 
(4-methoxyphenyl) -7-methyl- (9CI) (CA INDEX NAME) 
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RN 485404-68-0 CAPLUS 

CN Inidazo{l, 2-a] pyrimidin-5 (8H) -one, 6- (1, 3-benzodioaiol-5-yl) -8-t (2- 

f luorophenyl) methyl] -2- (4-methoayphenyl) -7-methyl-3- [ [methyl ( 1 -me thyl-4- 
piperidinyl) amino] methyl]- (9CI) (CA INDEX NAME) 



CH2 
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CAPLUS COPYRIGBT 2005 ACS on STN 
2002:543698 CAPLUS 

138:89759 

Synthesis and initial structure-activity relationships 
of a novel series of iaidazolo(l. 2-a]pyriBid-5-ones as 
potent GnRH receptor antagonists 

Vilcozen* Keitb H.; Zhu, Yun>Fei» Connors. Patrick J.i 
Saunders, Johni Gross, Tioothy D. i Gao, Yin^bongi 
Reinhart, Greg J.i Struthers, R. Scotti Chen, Chen 
Oepartaent of Medicinal Cheaistcy, Neucocr^llS'^^y 
Biosciences, Inc., San Oicgo, CA, 92121, 
Bioorganic Medicinal Cheaistry Letter: 
12(16), 2179-2183 . . 

COOEN: BMCLE8I ISSN: 0960-894X V ^ 

Elsevier Science Ltd. 
Journal 
English 

CASREACT 138:89758 

AB Structure -activity relationships (SAR) studies of 2-arylioidazolo[l,2- 
alpyrinid-S-ones resulted in the discovery of a series of potent 
nonpeptide hunan GnBH receptor antagonists. Conpds. with good potency 
(e.g., Ki-7.5 nM) vere prepared by introduction of a 2- (2-pyridyl) ethyl at 
the basic nitrogen and a 3-pentyl ester at the 6-position of the bicyclic 
core. 

«84S91-38*5F «8«691-39><r 48«691-40-9r 
4846»1-41H)» 484a91-42-Xr 484691-0-2P 
484fi»l-44«39 484691-4S-4V 484691-46-5? 
484S91-47-6? 484691-48- 7P 484691-49-8» 
484691-50-19 

RL: PAC (Pharmacological activity)! SPN (Synthetic preparation); BIOL 
(Biological study); PREP (Preparation) 

(preparation and initial structure-activity relationships of 
imidazolopyrii&idones as potent GnRH receptor antagonists) 
484691-38-5 CAPLUS 

Iaidazo[l,2-a]pyrinldine-6-carboxylic acid, 8-[ (2-fluorophenyl)Bethyl]-5,8- 
dihydro-2- (4-iBethoxyphenyl) -3- [ [laethyl(phenylBethyl) aoino] nethyl] -5-oso-, 
ethyl ester (9CI) (CA INDEX NAME) 
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CH2 N-CH2-Ph 

BN 484691-39-6 CAPLUS 

CN InidazaIl,2-a]pyriBidine-6-carboiiyUc acid, 8- [ (2-fluorophenyl) methyl] -5.8- 
dihydro-2- (4-BBthosyphenyl) -3- [ [Bethyl[2- (2-pyridinyl) ethyl] aaino] eethyl] - 
5-OXO-. ethyl ester (9CI) (CA INDEX NAME) 



Eto-C"^' 



CH2— M- CH2— CH2- 



RN 494691-40-9 CAPLUS 

CN Iaidazo[l, 2-a]pyrimidine-6-carbo}cylic acid, 8-[ (2-fluorophe^yl)Dethyl]-5,8- 
dihydro-3-[ [oethyl(phenylraethyl) amino] methyl] -S-oxo-2-[4-( (1- 
oxobutyl) amino] phenyl]-, ethyl ester (9CI) (CA INDEX NAME) 
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RN 484691-41-0 CAPLUS 

CN lDidazo[l, 2-a]pyrimidine-6-carboxylic acid, 8- [ (2-fluorophenyl)nethyl]-5,8- 
dihydro-3-[(mBthylt2- (2-pyridinyl) ethyl] amino) nethyl] -S-oxo-2-(4-( (1- 
oxobutyl) amino) phenyl]-, ethyl ester (9CI) (CA INDEX NAME) 




RN 484691-42-1 CAPLUS 

CN Imidazo[l,2-a]pyrimidine-6-carboxylic acid, 8-[ (2-fluorophenyl) loethyl) -5, 8- 
dihydro-3-[ [methyl [2- (2-pyridinyl) ethyl] ami no] me thy 1] -5-OXO-2- [4- [ (1- 
oxobutyl) aaino] phenyl]-, 1-ethylpropyl ester {9CI) (CA INDEX NAME) 
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RN 484691-43-2 CAPLUS 

CN Iaidazo[l,2-a]pyriaidine-6-carboxylic acid, 8-[ (2-fluorppheIlyl)aethyl]-S,B- 
dihyd^o-3- t [methyl (2-phenylethyl) aaino] methyl] -5-«o-2-[4-( (1- 
oxobutyl) aaino] phenyl]-, l-ethylprc^l ester (9CI) (CA INDEX NANS) 




'CH2 N- CH2- CH2- Ph 



RN 484691-44-3 CAPLUS 

CN Imidazofl. 2-a]pyrimidine-6-carboxylic acid, 8-[ (2-fluorophenyl) methyl] -5, 8- 
di hydro- 3- [ [methyl (3-pyridinylmethyl)amino] methyl] -5-oxo-2-(4-l(l- 
oxc^tyl) aaino] phenyl]-, 1-ethylpropyl ester (9CI) (CA INDEX NAME) 




RN 484691-45-4 CAPLUS 

CN lnidazo[1.2-a]pyciaidlne-6-cacboxylic acid, 8- [ (2-fluorophenyl) methyl] -3- 
[ [ (2-furanylaethyl)methylamino] methyl] -5. 8-dihydro-5-oso-2-{4-( (l- 
oxolXltyl) aaino] phenyl) -, 1-ethylpropyl ester (9CI) (CA INDEX NAME) 
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CN Xnidazo(l,2-a]py-riBidlne-6'carboxYllc acid. e<[ (2'fIuorophenyl)DethylI-5,8- 
dihydro-3> [ [ (2*Dethc»y«thyl)ffl«thylafflino]iDethyl} >S>axo-2* (4- ( (1- 
<niobutyl)aBino] phenyl]-, l«*thylpropyl eatar (SCI) (CA INDEX NAME) 




CH2— H— CH2— CH2— OMe 



AN 484691-47-6 CAPLUS 

CN Iniidazo{l< 2-a] pyriniidine-6-carbozyllc acid, 3^ 

( ( (cyanonethyl) me thy laai no} methyl] -8 -[ (2-fluorophenyl) methyl] -5, 8-dihydro- 
5-oxo-2-{4- [ (1-oxobutyl) aminojphenyl] 1-ethylpropyl ester (9C1) (CA 
INDEX NAME) 
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RN 484691-48-7 CAPLUS 

CN Iiaidazo[l,2-aJpyriiaidine-6-carboxyUc acid, 3- [ (3, 4-dihydro-2 (IH) - 

ieoquinollnyl) methyl] -8- [ (2-Cluoropheoyl) pethyl] -5, 8-dihydro-5-oxo-2- (4- 
[(l-oKobutyl)aiBinol phenyl)-, 1-ethylpcopyl ester (9CX) (CA INDEX NAME) 




SN 484691-49-8 CAPLUS 

CN Inidazo{l,2-a]pyrinLidine-6'Carboxylic acid, 8-[ (2-fluorophenyl) methyl] -5,8- 
dihydro-5-oxo-2- [4- ( (1-oxobutyl) amino] phenyl] -3- (1-pyrcolidinylmathyl) -, 
1-ethylpropyl ester (9CI) (CA INDEX NAME) 
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o 



p CH2 ^NH-C-Pr-n 



Et2CH-0-C. 




484691-50-1 CAPLUS 

lDidazo[l,2-a]pyrimidine-6-carboicylic acid, 8-{ (2-fluorophenyl) methyl] -5, 8- 
dihydco-2-l4-[ (2-raethyl-l-oxopropyl) amino] phenyl] -3- 

[ [methyl (phenylmethyl) ami no] methyl] -5-OXO-, 1-ethylpropyl ester (9CI) (CA 
INDEX NAME) 




CH2 N-CH2-Ph 
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136:348358 

Azo coupling reaction using diazonium salts and 

couplers having leaving groups, and recording 

materials containing the couplers 
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Fuji Photo 7ilm Co., Ltd., Japan 
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Patent 
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APPLICATION NO. 



JP 2000-329496 
US 2001-983856 



HARPAT 136:348358 



JP 2000-329496 



20001027 
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A 20001027 



X3-X4 



L 



EVG^ EVG2 



Oiazoniuffl salts develop colors by azo coupling reaction trith couplers I, 
II, or III [X1-X4 - 5-oembered aromatic heterocycle- forming gcoupf Y • 
(substituted) amino, OH, alkoxy, (substituted) alkyl; L - leaving group 
which is eliminated as carbonium ion vhen coupled vith diazonium salts i 
BWGl, EWG2 - electron-withdraving group; XIY and EWGlEtfG2 may form 
heterocycle]. Recording materials- contain the couplers and diazonium 
salts %rtiich develop colors by coupling reaction vith the couplers. The 
couplers are storage stable and coupled vith diazonium salts at high 
reaction rates, and provide heat-sensitive recording Materials giving 
light-resistant images with good color tone. 
418762-29-5 

RL: RCT (Reactant)^ TBM (Technical or engineered material uae)f RACT 
(Reactant or reagent) f USES (Uses) 

(azo cotqsling of couplers having leaving groups with diazonium salts at 

high reaction rates for recording materials) 
418762-29-5 CAPLUS 

Pyrrolo(l,2-a)pyriniidine-8-carboicylic acid, 2-amino-7-{4-chlorophenyl) -6- 
t (dime thy laadno) methyl] -1, 4-dihydro-4-oxo-3-[ [ ( (phenylamino) sulfonyl] amino 
]carbonyll-, 2,6-bi3(l,l-diBethylethyl) -4-methylcyclohesyl ester (9CX) 
(CA INDEX NAME) 
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The title coaipds. {Ij m - 1-6; Rl - H or (un) substituted (aryl)alkyl, 
(hetero) aryl, etc./ R2 - H or (un) substituted alkyl; or MR1R2 - 
(un) substituted heteroc/cle; R3a and R3b - independently H. OH, alkoxy, 
thioalkyl, CN, halo, or (un) substituted alkyl, amino, or carbanoyl; or 
CR3aR3b - (un) substituted carbocyclic titiqt R4 • H or (un) substituted 
(aryl) alkyl, (hetero) aryl, etc.i R5 - B, halo, CN, OR, alkoay, thioalkyl, 
(di) alkylaaino, or (un) substituted alkylt R6 - H or (un) sxibatituted alkyl, 
aryl, heterocyclyl, acyi, carboxy, carbanoyl, eto B - N or CRIO when Ar 
- (un) substituted heteroaryl and BIO - H» or B - CBIO when Ar - 
(un) substituted aryl, heteroaryl and RIO - halo, CN, N02. amino, 
(di) alkylaaino, or alkyl) vere prepared as gonadotropin- releasing hormone 
(GnRH) receptor antagonists. For example, 4 ' -methoxypropiophenone was 
brooinated (73%) and then converted to the amine using NaN3 (100%). 
Cyclization with raalonitrile gave 2-amino-3-cyano-4- (4-methoxyphenyl)-5- 
methylpyrrole (63%), which was refluxed with di-Et othoxymethylene 
malonate to afford the 4H-pyrrolo(l, 2-a] pyrimidin-7-one (63%). Addition of 
2-fluorc^nzyl bromide in the presence of Ag20 in DKF provided II (52%). 
I are useful for the treatment of a variety of sex-hormone related 
conditions in both men and women, such as cancer, benign prostatic 
hypertrophy, myoma of the uterus, endoiaetriosis, polycystic ovarian 
disease, uterine fibroids, precocious puberty, and prevention of pregnancy 
(no data) . 

308142-43-0? 3081«2-4i4-lV 30ai«2-4S-2r 
308142-46-3P 30S142-47-4P 308X42-48-»r 
308142-49-6P 30S142-S0-9P 308142-51-OP 
308142-S2-1P 308142-S3-2P 308142-54-3P 
30ei42-55-4P 308142-56-5P 308142-57-«P 
30ei42-58-7P 308142-5»-eP 308142-60-lP 
30B142-«l-2» 3D8142-S2-3P 308142-C3-4P 
308142-«4-9» 308142-S5-6P 308t42-CS-7P 
308142-97-87 308142-ra-»P 308142-C9-0P 
308142-70-37 308142-71-4P 308142-72-57 
308142-73-67 308142-74-77 308142-7»-87 
308142-78-97 308142-77-07 308&42-78-17 
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3D8142-79-2P 306142-80-57 308142-81-S7 

308142-82-77 308142-83-8P 308142-e4-9P 

308142-85-OP 308142-86-lP 308142-87-27 

308142-88-3P 308142-89-47 300142-90-77 

308142-91-8P 308142-92-97 308142-93-07 

308142-94-17 308142-95-27 308142-9S-37 

308142- 97-47 308142-98-57 308142-99-67 

308143- 00-27 308143-01-37 308143-02-47 
308143-03-57 308143-04-87 308143-05-77 
308143-06-87 308143-07-97 308143-08-07 
30B144>2fi-5P 

RL: PAC (Pharmacological activity)! SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) t USES 
(Uses) 

(prepn. of inldazo- and pyrrolo{l« <^-a)py^^>u.d-4-ones as 
gonadotropin- releasing hormone receptor antagonists) 
308142-43-0 CAPLUS 

Pyrrolo[l,2-a]pyrimidine-3-carboxylic acid, 8-cyano-l- t (2- 

fluorophenyl) methyl] -l,4-dihydro-7-(4-raethoxyphenyl) -6- 

[ {methyl (phenylnethyl) amino] methyl] -4-0X0-, ethyl ester (9CI) (CA INDEX 

NAME) 




308142-44-1 CAPLUS 

Pyrrolo(l, 2-a)pyrimidine-3-carboxylic acid, 8-cyano-l- { (2- 

f luorophenyl) methyl] -1 , 4 -dihydro-7- (4-methoxyphenyl) -6- ( [methyl (4 - 

pyridinylaethyl) amino] methyl] -4 -OXO-, ethyl ester (9CI) (CA INDEX NAME) 



10/ 690,222 
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JOi 308142-45-2 CAPLUS 

CM Pyrrolo[l«2-alpyriaidin«-3-c»rboxyUe add, 8-cyano-6-{ ( [ (3,4- 

dlchlorophenyl) mthyl] mathylamino] nsthyl] (2-f luorophenyl) aethyl] -1, 4 - 
dihydco-7-(4-BMthoxyph*nyl)-4-oBo-, atfayl ester (9CX) (CA INDEX lUME) 




SN 30S142-46-3 CAPLUS 

CN Pyrcolotl,2-a]pyrimidine-3-carboxylic acid, 8-cyano-l- [ (2- 

f luorophenyl) ne thy 1] -1, 4-dihydro-7- (4-nethojtyphenyl) -6- [ (nethyl-2- 
propynylaaino) methyl} -4 -OXO-, ethyl ester (9CI) (OA IN0E3C NAME) 
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Me 

I 

HC= C- CH2 — CH2 




QKe 



f CM 



UN 308142-47-4 CAPLUS 

CN Pyrrolo(l,2-a)pyrinidine-3-cacboJiylic acid, 9-cyano-6- 

[C (cyclopropyliBethyl)propylamino] methyl] -l-[ (2-£luorophenyl)Bethyl) -1,4- 
dihydro-7-(4-Bethosyphenyl)-4-oico*, ethyl ester (9CI) (CA INDEX NAME) 




RN 308142-48-5 CAPLUS 

CN Pycrolo{l,2-a]pyrinidine-3-carbdxyllc acid, 8-cyano-6- 

[ (dijaethylanino) Mthyl] -l-[ ( 2- fluocophenyl) methyl] -l,4-dihydco-7- (4- 
methoxyphenyl) -4-OXO-, ethyl ester (9CI) (CA INDEX HAKE) 
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BW 308142-49-6 CAPLUS 

CN Pyrrolo[l,2-a)pyrinidlne-3-carbOKylic acid, 8-cyano-l-[ (2- 

CluorophenyDoethyl] -1, 4-dihydro-7- (4-methosyphenyl) -6- [ [methyl [4- (3- 
pyridinyDbutyl] amino] methyl] -4-0x0-, ethyl ester (9CI) (CA INDEX NAME) 




BN 308142-50-9 CAPLUS 

CN Pyrrolo[l,2-a]pyriiaidinB-3-cacboxylic acid, 8-cyano-l- ( (2- 

fluorophenyl) methyl] -1, 4 -dihydro-7- (4-metbo]typhenyl) -6- [ [methyl [2- (2- 
pyridinyl) ethyl] amino] methyl] -4-0x0- , ethyl ester (9CI) (CA INDEX NAME) 
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RN 308142-51-0 CAPLUS 

CN Pyrrolo(l,2-a]pyriaidine-3-c«rbo»ylic acid, 8-cyano-l-[ (2- 
fluocophenyl)methyl}-l, 4-dihydro-7-(4-methoxyphenyl) -6-[[methyl[ (3-metliyl- 
2-pyridinyl) methyl] amino) methyl] -4-0x0- , ethyl ester (9CI) (CA INDEX 
NAME) 




KH 308142-52-1 CAPLUS 

CN Pycroio(l,2-a]pyriBiidine-3-cacboJcylic acid, 8-cyano-l- { (2- 

f luorophenyl) sethyl] -6- [ [ (2-furanyljaethyl) aethylamino] methyl] -1,4 -dihydro- 
7-(4-methoxyphenyl)-4-oxo-, ethyl ester (9CI) (CA INDEX NAME) 



10/ 690,222 
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FM 30B142-53-2 CAPLUS 

CN pyrrolo[l,2-a]pyrimidine-3-carboxylic acid, 8-cyano-l-[ (2- 

f luorciphenyl) mtbyi] -1, 4-dihydro-6- [ [ (2-Mthosy«thyl) nethylaaino] mthyl) -7- 
(4-iMthosypheRyl)-4-oito-, ethyl aster (9CI) (CA INDEX NAME) 



I 




BN 308142-54-3 CAPLUS 

CN Pyrrolo[l,2-a]pyriinldintt-3-carboitylic acid, a-cyano-l-{ (2- 

f luorophenyl) nsthyll - I, 4-diliydr{>-7- (4-Bnthoxyphenyl) -6- [ [nwthyl(2- 
pyridinylmathyi) amino] ttathyll-4-oxo-, atbyl aster (9CI) (OA INDEX NAME) 
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RN 308142-55-4 CAPLUS 

CN PyrrolQ(l,2-a)pyclBidine-3-earbosylic acid, 8-cyaao-l-[ (2- 

f luorophenyl) nethyl] -1, 4-dihydco>7- (4-aethosypheiiyl) [ (methyl-2- 
pccvenylaaino)Bethyl]-4<axo-, ethyl ester (9CI) (OA INDEX NAME) 



Me 

I 

H2C=CH— C3l2— N— CH2 




OHe 



W 308142-56-5 CAPLUS 

CN Pyrrolo[l,2-a}pyrimidine-3-carboicylic add, 8-cyano-l-[ (2- 
fluorc^henyDnethyl] -1, 4-dihydto-6-[[ (3-hydro«y-3- 

phenylpropyDmethylamino] methyl] -7- (4-mathosyphenyl) -4-oao-, ethyl ester 
(9CI) (CA INDEX NAME) 
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Ph Me 
I I 

HO— CH- CH2- CH2 - N- CSz 




308142-57-6 CAPLUS 

Pyrrolo{l,2-a]pyciniidine-3-carboxylic acid, 8-cyano-l- [ (2- 
fluorophenyl)lBethyiJ -l,4-dihydro-7-(4-methoxyphenyl)-6-[ [loethyl[2- 
( (phenylnathyl) aninolethyl] aminolfflethyl] -4-OXO-, ethyl ester (9CI) (CA 
INDEX NAME) 



Ph-CH2-NH-CH2-CH2-N-CH2 




308142-58-7 CAPLUS 

Pycrolo(l,2-a]pyrimidine-3-carboxylic acid, 8-cyano-l-( (2- 
f luorophenyl) methyl] -1, 4-dihydro-6- ( (4-hydroKy-4-phenyl-l- 
piperidinyl)fflethyl]-7-(4-methoxyphenyl)-4-oxo-, ethyl ester (9CI) 
INDEX NAME) 



L4 ANSVER 10 OF 15 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 



308142-59-8 CAPLUS 

Pyrrolo[l,2-a]pyriBidine-3-carboxylic acid, 8-cyano-l-( (2- 

f luorophenyl) methyl] -l,4-dihydro-7-(4-metho«yphenyl) -6-[(Bethyl[2- (2- 

pyridinyl) ethyl] amino] methyl] -4 -oKo>, 1-ethylpr^l ester (9CI) (CA INDEX 

NAME) 



jtVil:" t 

Ji^H CH2-N-C 



-ca2-Y^ 

N^ 



308142-60-1 CAPLUS 

pyrrolo[l, 2-a)pyriiaidine-3-carbQxyUc acid, 8-cyano-l- ( (2- 

f luorophenyl) methyl] -1, 4-dihydro-7- (4-oethoxyphenyl) -6-( toethyi[2- (2- 

pyridinyl) ethyl] ami no) methyl]- 4 -OKO-, l-methylethyl ester (9CI) (CA INDEX 

NAME) 



10/ 690,222 
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RN 308142-61-2 CAPLUS 

CN Pyrrolo(lf 2-a)pyrinidlne-3-carboaylic acid, 8-cyanG»-l-( (2- 
f luorophenyl) oethyl] -1, 4-dihydro-6-f [ (3-»iydrcwy-3- 

phcnylpropyl) nethylaalno]mthyll -7- (4-Dathc»yphenyl) -4-oiio-, l-mthyl«thyl 
estar (9CI> (CA INDEX NAME) 



Ph Me 
I I 
HO- CH-CH2- C3I2- N- CH2 




RN 308142-62-3 CAPLUS 

CN Pyrrolo[l,2-a]pyrinidine-3-catboxyl±c acid, 8-cyano-l-[ {2- 

fluoi:ophenyl)siethyl}-l,4-dihydro-7-(4-methoxn>henyl) -6- { [methyl [2- (2- 
pyridinyl) ethyl] amino] methyl] -4-»o-, dicycloprt^lmethyl ester (9CI) (CA 
IND!EX NAME) 
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RN 309142-63-4 CAPLUS 

CN ?yrcQlo[1.2-alpyriBidine-3-carboxyUc acid, e-cyano-l-[ (2* 

f luorophenyl) methyl] -1, 4-dihydro-7- (4-Bethoxyphenyl) --6- [ (methyl [2- (2- 
pyridinyl) ethyl) amino] methyl] -4-oso- (9CI) <CA INDEX NAME) 




RN 308142-64-5 CAPLUS 

CN Pyccolo[l,2-a]pyciiaidine-3-cacfooicylic add, 8-cyaao-l-[ (2- 

f luorophenyl) methyl] -l,4-dihydro-7- (4-methoxyphenyl) -6- [[methyl [2- (2- 
pyridinyl) ethyl] amino] methyl] -4 -OXO-, cyclopentyl eater (9CI) (CA INDEX 
NAME) 
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RN 308142-65-6 CAPLUS 

CN Pyrrolo[l,2-a]pyriiiiidine-3-carboKylic acid, 8-cyano-l-( (2- 

f luorophenyl) methyl] -1, 4-dihydro-7- (4-methoxyphenyl) -4-oxo-6-{ [ (2- 
pyridinylmethyl) amino] methyl]-, cyclopentyl ester (9CI) (CA INDQC NAME) 




RN 308142-66-7 CAPLUS 

CN Pyrrolo[l,2-a]pyriaidine-3-carboKylic acid, a-cyano-l-( (2- 

f luorophenyl) methyl] -1, 4-dihydro-7- (4-iiiethoJcyphenyl) -6- [ [methyl [2- (2- 
pyridinyl) ethyl] amino) methyl] -4 -0XO-, tetrahydro-3-furanyl estec (9CI) 
(CA INDEX NAKE) 
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RN 308142-67-8 CAPLUS 

CN Pyrrolo[l,2-a]pyrimidine-3-carboxy lie acid, 8-cyano-l-( (2- 

f luorophenyl) methyl] -I, 4-dihydro-7- (4-methoxyphenyl) -6- [ [methyl[2- (2- 
pycidinyl) ethyl] amino] methyl) -4-oxo-, 2-methyl-l- (1-methylethyl) propyl 
ester <9CI) (CA INDEX NAME) 




RN 308142-68-9 CAPLUS 

CM Pyrrolo[l,2-a]pyrimidine-3-cacboxyllc acid, 8-cyano-l,4-dihydro-7- (4- 
methoxyphenyl) -6- [ [aethyl[2- (2-pyridinyl) ethyl] amino) methyl) -4-oso-l- 
(phenylmetl^l) ethyl estec (9CI) (CA INDEX NAME) 



10/ 690,222 
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RN 308142-69-0 CAPUIS 

CN Pyrrolo(l»2-a]pyrlBldiRe-3-carbo]tylic acid, B-cyano-l-[ (2,6- 

dif luorophcnyl) Mtbyl) -1, 4-dihydro-7- (4-Mthc»yphenyl) -6-( {Mthyl[2- (2- 
pyridiiiyl)«thyllaaiRo)B»tfayl]-4-oso-, ethyl estsr (9CI) (CA INDEX NAME) 
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RN 308142-71-4 CAPLU5 

CN Pyrrolo(l,2-a]pyrimidine-3-carbfnyUc acid, 8-cyano-l- (cyclopropylaatbyl) - 
l,4-dibydro*7*(4-Batboiiyphanyl) -6-C [Batl)yl[2-(2- 
pyridinyl) athyl] aBino]Bntliyll-4-cno-, athyl aster (9CX) (CA INDEX HAKE) 



r 



CH2- »- CH2— CH2 ■ 



-o 



308142-70-3 CAPLUS 

Pyr role {l,2-a]pyriBldine-3-carboxy lie acid, S-cyano-l, 4-dihydro-7- (4- 
nathoxyphanyl) -6-[ [mathyl[2- (2-pyridinyl) ethyl) asdno] aethyl) -4-oso-l- (3- 
phenyl-2>prcv«nyl) ethyl ester (9CX) (CA INDEX NAHE) 



Y 
r 



CH2-N-CH2-CH2 — 

N^ 



309142-72-5 CAPLUS 

Pyrrolo[l,2-a]pyriraidine-3-carboxylic acid, 1-t (2-chlocophenyl) oethyl] -B- 

cyano-1, 4-dihydro-7- (4-methoxyphBnyl) -6- [ {methyl [2- (2- 

pyridinyl» ethyl] amino] methyl} -4-OKO-, ethyl ester (9C1) (CA INDEX NAME) 
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RN 308142-73-6 CAPLUS 

CN Pyrrolo(l,2-alpyrimidine-3-cacboxyUc acid, 1-([3,S- 

bis (trif luoromethyl) phenyl] nethyl] -B-cyano-1, 4-dihydro-7- (4-Bethosyphenyl) 
6- [[iBethyl[2-(2-|:yrldinyl) ethyl] asdno] mthyl)-4-oso-, ethyl ester (9CI) 
(CA INDEX NAHE) 




RN 308142-74-7 CAPLUS 

CN Pyrrole [l,2-a]pyrimidine-3-carboxy lie acid, 8-cyano-l,4-dihydro-7- (4- 
methoKyphenyl)-l-( (2-aethQayphenyl) methyl] -6- [ {Biethyl{2- (2- 
pyridinyl) ethyl) amino] BethylJ-4-oxo-, ethyl ester (9CI) (CA INDEX NAME) 
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RN 308142-75-9 CAPLUS 

CN Pyccolo(l,2-a]pycimidina-3-carboxylic add, 8-cyano-l,4-dihydro-7-(4- 
methoKyphenyl) -l-[ (2-Bathoxyphenyl) methyl] -6-[ [nethyl[2-(2- 
pyridioyl) ethyl] aaino] methyl] -4-OSO-, l-methylethyl ester (9CI) (CA INDEX 
NAME) 




PN 308142-76-9 CAPLUS 

CN Pyrrolo[l,2-a]pyrimidine-3-carboxyllc acid. 8-cyano-l, 4-dihydro-7- (4- 
Rethoxyphenyli -l-( (2-methoxyphenyi) methyl] -6- [ [methyl{2- (2- 
py ridinyl) ethyl] amino] methyl] -4 -0XO-, 1-ethylpropyl ester (9CI) (CA INDEX 
NAHE) 



10/ 690,222 
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m 309142-77-0 CAPLUS 

CN Pyrrolo[l,2-a]pyrimidin«*3-carboxylic add, 8-cyano-l-[ (3,5- 
dif luorophanyl) natliyl] -1, 4-dihydro-7- <4-Betho«yphanyl) -6-{ [Datliyl(2' (2- 
pyridlnyl)athyl]aaino]Bathyl]-4-oxo-, atbyl ester (9CI) (CA INDEX NAHE) 
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m 308142-79-2 CAPLUS 

CN Pyrrolo[l»2-a]pyriBidine-3-cacbosyUc add, 8-cyano*l-[ (2,4- 

dif luorophcnyl) methyl] -1, 4-dibydro-7- (4-Bethoxyphenyl) -6- [ [iMtbyl[2- (2- 
RyddlByl)ethyl]anino]aethyll-4-oxo-, ethyl ester (9CI) (CA INDEX NAHE) 



CHZ-N-CH2— CH2 



308142-78-1 CAPLUS 

Pyrrolotl.2-a]pyriiaidino-3-carboKylic acid, 8-cyano-l-( (2- 
cyanophenyl) methyl] -I, 4-dihyclro-7- {4-methoxyphenyl) -6- [ (methyl (2- (2- 
pyridinyl) ethyl] amino] methyl] -4 -OKO-, ethyl estec (9CI) (CA INDEX NAME) 




CH2- M- CH2- CH2 — 



XT" 



308142-80-5 CAPLUS 

Pycrolo[l,2-a]pyrimidine-3-carboxyllc add, 8-cyano-l-( (2,3- 
difluocophenyl) methyl] -l,4-dihydro-7-(4-nwthoxyphenyl) -6- { [methyl [2- (2- 
pyridinyl) ethyl] amino] methyl] -4 ethyl ester (9CI) (CA INDEX NAHE) 
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RN 308142-81-6 CAPLUS 

CN Pyrrolo[l,2-a]pycimidine-3-carbaxylic add, 8-cyano-7-{4-(l- 

ethylpropoxy) phenyl] -1- [ (2-fluorophenyl) methyl] -1, 4-dihydro-6-[ [methyl [ 2- 
(2-pyridinyl) ethyl] amino] methyl] -4 -OXO-, 1-ethylpropyl ester (9CI) (CA 
INDEX NAHE) 




RN 308142-82-7 CAPLUS 

CN Iaidazo(l, 2-a] pyriaidin-5 (8H) -one, 2- (2, S-dimethyl-3-Curanyl) -8-[ (2- 
fluocophenyl) methyl] -6- (3-methoxyphenyl) -7-Bethyl-3-( [methyl[2-(2- 
pyridinyl) ethyl]amino]methyl] - (9CI) (CA INDEX NAHE) 
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Me 



HN 308142-83-8 CAPLUS 

CN Imidazo[l, 2-a] pyrimidin-5 (8H) -one, 2- (2, 5 -dimethyl- 3- furanyl) -B-( (2- 
f luorophenyl) methyl] -6- (3-methoityphenyl) -7-methyl-3- 
[ [methyl (phenylnethyl) amino] methyl]- (9CI) (CA INDEX NAHE) 




RN 308142-84-9 CAPLUS 

CN Iddazo[l,2-a)pyriddin-5(8H)-one, 3-[[[2-(diethylaaino)ethyl]metfaylaBino} 
methyl] -2- (2, 5-dimethyl-3-furanyl) -8- [ (2-fluorophenyl) methyl] -6- (3- 
methoxyphenyl) -7-methyl- (9CI) (CA INDEX NAME) 



10/ 690,222 
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BN 308142-85-0 CAPLUS 

CN ZEiidazo[l,2-a]pyriDidin-5(8H)-cin8, 2-(2,5-diBetbyl-3-furanyl)-B-[ (2- 
f luocophenyl)iBatl]ylI -3-[ [ (2-methaxyethyl)Bethriasdno]Betlirl] -6- (3- 
sethoityphenyl) -7-Batbyl- (SCI) {CA INDEX NAHE) 




BN 308142-86-1 CAPLUS 

CN lBidazo[l, 2-a] p/cinidin-S (8a) -ontt, 2- (2, S-dimethyl-3-furanyl) -6- (3- 

•thoxyphenyl) -8- [ (2-f luorophenyl) methyl] -3- ( [methyl (phenylaetfayl) aiaino] met 
hyl]- (9CI) (CA INDEX NAME) 
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BN 308142-87-2 CAPLUS 

CN lDidazo[1.2-a]pyriaidin-5(8H)-on«, 2-(2,&-dinethyl-3-furanyl)-6-(3- 
ethoxyphenyl) -8-{ (2-f luorophenyl) oethyl] -3-[(Bethyl[2- (2- 
pyridinyl) ethyl] amino] methyl]- (9CI) [CA INDEX NAHE) 




Me 



RN 308142-88-3 CAPLUS 

CN Inidazo[l,2-a] pyclmidin-S (SB) -one, 2- (2, 5-dimethyl-3-fucanyi) -6- (3- 

f luori^henyl) -B- [ (2-f luorophenyl) methyl] -3- [ [methyl (phenylmathyl) amino] met 
hyl)- (9CI) (CA INDEX NAME) 
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BN 308142-89-4 CAPLUS 

CN Imidazo(l,2-a]pyrimidtn-5(8H)-one, 2- (2, 5-diiaethyl-3-furanyl) -6- (3- 
f luorophenyl) -8-[ (2-fluorophenyl)Bethyl]-3-[[met;hyl[2-(2- 
p/rldioyl) ethyl] amino] methyl]- (9CI) (CA INDEX NAHE) 



r 




He 



RN 308142-90-7 CAPLUS 

CN Iaidazo(l,2-a]pyrlmidin-5(BH) -one, 2-(2,5-dlmethyl-3-fur8nyl) -8-[ (2- 

f luorophenyl) methyl] -3- [ [methyl (phenylmethyl) amino] methyl] -6- (3-pyridlnyl) - 
(9CI} (CA INDEX NAME) 
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RN 308142-91-8 CAPLUS 

CN Imidazo[l, 2-a]pyriinidin-5 (8H) -one, 3- [ [ [2- (dimethylanino) ethyl] msthylamino 
] methyl] -2- (2, 5-diBethyl-3-Euranyl) -B- [ (2-f luorophenyl) methyl] -6- (3- 
pyrldinyi)- (9CI) (CA INDEX NAHE) 




CH2- N— CH2- CH2- NHe2 



BN 308142-92-9 CAPLUS 

CN Pyrrolo[l,2-a]pyrimidine-3-carbo]tylic acid, 7-{2,S-dimethyl-3-furanyl) -1- 
[ ( 2- fluocqphenyl) methyl] -l,4-dihydro-6-[ [lttethyl[2-(2- 
pyridi^yl) ethyl]amino]Bethyl]-4-OKo-, ethyl ester (9CI) (CA INDEX NAHE) 
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r 




Me 



m 30B142-93-0 CAPLUS 

CN Pyrrolo[l. 2-a]pyrimidine-3'carboxy lie acid, 6-[ (b«nzoylmthylamino)iMthyl] • 
7-(2,5-diiaethyl-3-furanyl)-l-{ (2-f luoraphinyl)iMthyl]-l,4-dihydro-4-oxo-, 
ethyl ester (9CI) (CA INDEX NAMS) 




RN 308142-94-1 CAPLUS 

CN Pyrrolo[l,2-a]pyrimidine-3-carbojiy lie acid, 8-f luort>-l-( (2- 

f luorophenyl) methyl) -1, 4-dihydro-7-(4- (2-nethylproposy) phenyl] -6- 
t(raethyl(2-(2-pyridinyl)ethyllaBiino}methylJ-4-oKo-, ethyl eater (9CI) (CA 
INDEX NAME) 
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rat 308142-95-2 CAPLUS 

CN Pycrolo[l,2-a]pyriiaidine-3-cad90sylic acid, 8-fluoro-l'{ (2- 

f luorophenyl) mthyl] -1, 4-dihydro-6- ( [sMthyKphtnylmathyl) amino] aethyl) -7- 
[4- (2-aethylprapoxy) phenyl] -4-OSO-, athyl aster (9CZ) (CA INDEX MAKE) 



He 

I 

Ph-CH2-N-CH2 




,OBu-i 



BN 308142-96-3 CAPLUS 

CN Pyrrolo[l,2-a]pyriBidine-3-carboxy lie acid, 0-fluoro-l-( (2- 

f luorophenyl) nethyl] -6- [ [ (2-furanylBetbyl) metbylanino] nethyl} -1, 4-dihydro- 
7-[4-(2-metbylpr<^xy) phenyl] -4-OSO-, ethyl ester (9CI) (CA INDEX HAKE) 
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RN 308142-97-4 CAPLUS 

CN Pyrrolo[l,2-a]pyrimidine-3-carbo]cylic acid, 8-fluoro-l->[ (2- 
f luorophenyl) methyl] -1, 4-dihydro-7- (3-Dethoxyphenyl) -6- 
[[nethyl(phenylBethyl)afflino]Bethyl]-4-oxo>, ethyl ester (9CI) (CA INDBC 
NAME) 



Ha 




RN 308142-9S-5 CAPLUS 

CN Pyrrolo[l,2-a]pyrimidine-3-carboi(yiic acid, 8-fluoro-l-( (2- 

f luorophenyl) nethyl] -6-{ [ (2-furanylBathyl)Bethylamino] methyl] -1, 4-dihydro' 
7-(3-methoxyphenyl)-4-oxo-, athyl ester (9CI) (CA INDEX NAME) 
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He 



RN 308142-99-6 CAPLUS 

CN Pyrcolotl, 2-a]pyriiiiidine-3-carboxylic acid, 9-fluoro-l- { (2- 

f luorophenyl) methyl] -l,4-dihydro-7- {3-raethoxyphenyl) -6-1 [methyl 1 2- (2- 
pyridinyl) ethyl] amino] methyl] -4-OXO-, ethyl ester (9CI) (CA INDEX NAHE) 




RN 308143-00-2 CAPLUS 

CN Imidazo[l, 2-a] pyrimidine-6-carbosylic acid, 2- (2, 5-dimethyl-3-f ucanyl) -8- 
(( 2- f luorophenyl) methyl] -5,8-dihydro-3-[[methyl[2-(2- 

pyrldinyl) ethyl] amino] methyl] -5-OXO-, l-ethylpropyl ester (9CI) (CA INDEX 
NAME) 
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KS 308143-01-3 CAPLUS 

Ol lB»idazotl,2-a]pycinicU,t»-5(8H)-one, 8-( (2-fluoraphenyl)metlIyll-6-(3- 
B^ethoxyphe^yl) -7-pethyl-3- [ [iBethyl[2- (2-pyridinyl) ethyl] amino]aethyl] -2- (1- 
B8thyl-lH-pyrrol-3-yl) - (SCI) (CA INDEX MAMB) 




RN 308143-02-4 CAPLUS 

CM lBddazo{l,2-a}|yrlmidin-S(8H)-one, 8-[(2-fIuorcphenyl)iMthyl]-6-(3- 

BMthosyphenyl) -7'B«thyl-3- [ [Dwthyl[2- <2-pyrldlnyl) •thyl] aalao]nethyl] -2- (2- 
ttklenyl)- (9CZ) <CA INDEX NAHB) 
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RN 30S143-03-S CAPLUS 

CN Iaidazo(l,2-a]pyrimidin-5(8H)-one, S-{ (2-fluorophenyl)Bethyl] -6- (3- 

methoxyphenyl) -7-Mthyl-3- ( (B«thyl[2- <2-pyridinyl) ftthyl] aaino]Bethyll ^Z- (3- 
pyrldinyl)- (9CI) (CA INDEX NAHS) 




RN 308143-04-6 CAPLUS 

CN Pyrrolo[l,2-a]pyriBidjLne-3-cacboxylic acid. 7- (2,5^uethyl-3-furanyl) -1- 
[ (2-f luocophenyl) methyl] -1, 4-dihydro-6- [ [methyl [2- (2- 

pyridinyl) ethyl] anino] methyl] -4-OSO-, l-ethylprqnrl ester (9CI) (CA INDEX 
NAME) 
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Me 



RN 308143-05-7 CAPLUS 

CN Pyrrolo{l,2-a}pyriBidine-3-carboxyllc acid. 8-cyano-l-( (2- 
cyanophenyl) methyl} -1, 4 -dihydro-7- (4 -nethoxyphenyl) -6- 
[(nethyl(phenylraethyl) amino] methyl] -4-OKO-. ethyl eater (9CI) (CA INDEX 
NAKE) 



He 

I 

Ph-CH2-N-CH2 




OMe 



RN 308143-06-8 CAPLUS 

CN Pyrrolo[l, 2-a]pyriniidine-3-carboxylic acid, 8-cyano-l, 4-dihydro-7- (4- 

laethoxyphenyl) -l-[ (2-Bethaxyphenyl) methyl] -6-( [methyl (phenylme thyl) ami no] m 
ethyl)-4-o«o-, ethyl ester (9CI) (CA INDEX NAKE) 
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He 

1 

Ph-CH2-N-CH2 




.OHe 



RN 308143-07-9 CAPLUS 

CN Pyccolo(l, 2-a)pyriiiiidine-3-carbo>cylic acid, 8-cyano-l- ( (2, 4- 
difluorophenyl) methyl] -1, 4 -dihydro-7- (4-fflethoxyphenyl) -6- 
([ne thyl (phenylne thyl) amino] methyl] -4 -OXO-, ethyl ester (9CI) (CA INDEX 
NANS) 



F 




CH2 N-CH2-Ph 



RN 308143-08-0 CAPLUS 

CN Pyrrolo(1.2-a]pyrimidine-3-carboxylic acid* 8-cyano-l-[ (2- 

fluorophenyl) methyl] -1, 4 -di hydro- 6- [ [methyl (phenyloe thyl) aainolmethyl) -7- 
{4- (2-methylpropoxy) phenyl] -4-OXO-, ethyl ester (9CI) (CA INDEX NAME) 
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RN 308144-26-S CAPLUS 

CN Ifiiidazo(l,2-a]pyriraidin-5(BH)-one, 2- (2, 5-diiaethyl-3-furanyl) -e*{ (2- 

f luorophenyl) netbyl) -3- { [n«thyl [2- (2-pyridinyl) ethyl] amino] laathyl] -6- (3- 
pyridinyl)- (9CI) (CA INDEX NAHS) 




'I^CH2- N- CH2- 
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pyridinyl)«tfayl]aBiQolDBthyl]-4-OKO- (9CI) (CA INQSt NAME) 



CH2— N— ca?— 
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RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation)! RACT 
(Reactant or reagent) 

(preparation of imidazo- and pyrrolo[l,2-a]pyriiBid-4~one9 as 
gonadotropin- releasing hornone receptor antagonists) 
RN 308143-12-6 CAPLUS 

CM Pyrrolo[1.2-a]pyriraidine-3-carbozyIic acid, 8-cyano-l-[ (2- 
fluo^opheayl)Dethyll -l,4-dihydro-7- (4-hydroiiyphenyl) -6-[ [Bethyl(2- (2- 
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structure-activity relationships as potent GnRH receptor antagonists) 
440093-62-9 CAPLUS 

Pycrolo(l,2-a]pyciaidine-3-carboKylie acid, l-[ (2-f luorophenyl) aethylj-l, 
dihydro-7-' (4'Bethoxyphenyl) -6- [ [methyl (phenylmetbyl) amino] methyl] -4-oxo-, 
ethyl ester (9CI) (CA INDQC NAME) 




o 




AB In the process of developing GnRH receptor antagonists, a novel 

base-catalyzed cyclization of coopds. I (Rl ' MeO, N02) vas discovered, 
vhich led to the 2-arylpyrrolo[l,2-a)pyrimidin-7-one core structures (II, 
same Rl). These intermediates vere further modified at positions 1, 2, 4 
and 6 to afford a series of potent GnRH antagonists with lotf nanomolar Ki 
values. 

IT 440093-62>»» 440093-63-OP «40093-«4-ir 
440093-«5>2r 440093-6S-39 440093-«7'-4P 
440093~6S-SP 4400»3>6»-6P 440093-70-9P 
440093-7i-0P 440093-72-lP 440093-73-2P 
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440093-BO-lP 440093-ei-2P 440093-82-3P / 
440093-83-4 P 440093-84-5P 440093-85-6P 
440093-8S-7P 440093-87-SP 440093-88-9P 
440093-e9-OP 440093-90>3P 440093-91-4P 

RL: PAC (Pharmacological activity): SPN (Synthetic preparation): BIOL 
(Biological study): PREP (Preparation) 

(preparation of 2-arylpyrrolo[l,2-a]pyrimidin-7-ones and their 



CH2 II-CH2- Ph 



RN 440093-63-0 CAPLUS 

CN Pyrrolo[l,2-a}pyriraidine-3-carboxylic acid, l-( (2-fluorophenyl)nethylJ-l,4- 
dihydro-7- (4-methoxyphenyl) -6-[ [methyl [2- (2-pyridinyl) ethyl] amino) methyl] - 
4-OXO-, ethyl ester (9CI) (CA INDEX NAME) 




RN 440093-64-1 CAPUJS 

CM Pyrrolo[l,2-alpyrimidine-3-carboxylic acid, l-[ (2-fluorophenyl)BethylJ-l,4- 
dihydro-6- [ [methyl(phenylBethyl) amino}methyl] -7- (4-ai trophenyl) -4-o«o-, 
ethyl ester (9CI) (CA INDEX NAME) 
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He 

I 

Ph-CH2-N-CH2 




RN 440093-65-2 CAPLUS 

CN Pyrrolo(l,2-a]pyrimdine-3-carboxylic acid. 7-(4-amin(q>hanyl) (2- 

f luorophenyl) Bj«thyl) -1,4 -dihydro-6- ( [methyl (phenylttatl^I) amino] Mthyl] -4- 
OXO-, ethyl ester (9CI} (CA ZNOEX NAME) 



He 
I 

Ph-CH2-N-CH2 




RN 440093-66-3 CAPLUS 

CN Pyrrolo(l, 2-a]pyrimidine-3-carboxyli.c acid, 7-{4- (acetylaaino)ph«nyl] -1- 

[ ( 2- f luorophenyl) methyl] -1, 4-dihydro-6- [ [aethyKphenylaethyl) ami no] Mthyl) - 
4-OXO-, ethyl ester (9CI) (CA INDEX NAME) 
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CH2 N-CH2-Ph 



RM 440093-67-4 CAPLUS 

CN Pyrrolo[l,2-a]pyrimidine-3-carboxylic acid, 1*[ (2->f luorophenyl) ae thy 1] -1,4- 
dihydro-7- [4- ( (2-Biethyl-l-oxopropyl) aaino]phenyl] -6- 

[{raethyKphenylaethyl) amino] Det)^l]-4-oxo-, ethyl ester (9CZ) (CA INDEX 
NAME) 




Me 
I 

Ca2 N-CH2- Ph 



RN 440093-68-5 CAPLUS 

CN Pyr rolo[l, 2-a] pyrimidine-3-carboxylic acid, 1- [ (2-f luorophenyl) methyl] -1,4- 
dihydro-7- [4 - [ (2-nethyl-l-oxopr(wl) amino] phenyl] -6- { {methyl [2- (2- 
pyridinyl) ethyl] amino] methyl] -4-OSO-, ethyl eater (9CI) (CA INDEX NAME) 
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r 




RN 440093-69-6 CAPLUS 

CN Pyrrolo[l,2-a]pycinidlne-3-carboxyUc acid, l-{ (2-f luorophenyl) methyl] -1,4 - 
dihydro-6- [ [methyl [2- (2-pyridinyl) ethyl] amino] methyl) -4-oso-7-(4-[ (1- 
oxobutyl) amino] phenyl}-, ethyl ester (9CI) (CA INDEX NAME) 




RN 440093-70-9 CAPLUS 

CN Pyrcolotl, 2-a)pyriiiddine-3-carboxylic acid, l-[ (^-fluarophenyl)methyl]-1.4- 
dihydro-7- (4-Beth03ryphenyl) -6-[ (methyl (phenylmethyl)aaino)methyl] -4-oao-, 
1-ethylpropyl ester (9CI) (CA INDEX fUME) 
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He 
I 

Ph-CH2-N-CH2 




OHe 



RN 440093-71-0 CAPLUS 

CN Pyrrolo[l,2-alpyriraidine-3-carboEylic acid. l-[ (2-fluorophenyl) methyl) -1,4- 
dihydro-7- (4-Bethoxyphenyl) -6- { [methyl [2- (2-pycidinyl) ethyl) amino] methyl] - 
4-OJCO-, 1-ethylpropyl ester (9CI) (CA INDEX NAME) 



r 




RN 440093-72-1 CAPLUS 

CN Pyrrolo[l,2-a]pyrimidine-3-carboxylic acid, 7- (4-afflinc9henyl) -l-( (2- 

fluorophenyl) methyl] -1, 4-dihydro-6-[ (methyl (phenylmethyl) amino] methyl] -4- 
OKO-, 1-ethylpropyl ester (9CI) (CA INDEX NAME) 
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Me 
I 

Ph-CH2-N-CH2 




BN 440093-73-2 CAPLUS 

CN Pyrrolo[l,2-a]pyrim.dine-3-cacboxylic acid, 7-(4- (acetylaiaino)phenyl] -1- 

[ (2- fluocophenyl) methyl] -1, 4~dlhydco-6-UDethyl (phenylaethyl) amino]aethyl] - 
4-OXO-, 1-ethylpropyl ester (9CX) (CA INOEX NAME) 




'CH2 N-CH2-Ph 



RN 440093-74-3 CAPLUS 

CN Pyrrolo[l,2-a]pyrl]iildiRe-3-cacboaylie acid, 7-[4-(acetylaBlno)phenyl]-l- 
[ (2-f luorophenyl) nethyl] -l,4-dihydro-6- [ Inethylt 2- (2- 

pycldinyl) ethyl] aaino]aethyl]-4-oxo-, 1-ethylpropyl ester (9CX) (CA INDEX 
NAME) 
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r 




RN 440093-75-4 CAPLUS 

Of Pyrrolo(l,2-a)pyrinidine-3-carboxylic acid, l-( (2-fluorophenyl)nethyl] -1, 4- 
dihydro-6- [ [nethyl (phenylmthyl) and, no] aethyl] -4-aso-7-[4- [ (1- 
oacAutyDaai no] phenyl]-, 1-ethylpropyl eater (9CI) (CA INOEX HAKE) 



Me 




RN 440093-76-5 CAPLUS 

CN Pyrrolo[l,2-a]pyriBidine-3-carboxylic acid, l-[ (2-fluorophenyl)nethyl] -l,4- 
diihydro-6-( [nethyl(2- (2-pyridinyl) ethyl) aninolBethyl] -4-oso-7-[4-[ (1- 
oxobutyl) amino] phenyl]-, 1-ethylpropyl ester (9CI) (CA INDEX NAME) 
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RN 440093-77-6 CAPLUS 

CN Pyrrolo[l,2-a]pyrlaidine-3-carboxylic acid, 6- { (dinwthylamino) methyl] -1- 

( ( 2- Cluorophenyl) aethyl] - l,4-difaydro-4-oxo-7-(4-[ (l-oxdtnltyl)amino]phenyl}- 
, 1-ethylpn^l ester (9CI) (CA INDEX NAME) 




RN 440093-78-7 CAPLUS 

CN Pyrrolo[l,2-a]pyrinidine-3-c«ci>0]iylic acid, 6-[[[2- 

(diechylamino) ethyl] methylaraiool aethyl] - !•[ (2-f luorc^henyl) Mthyl] -1,4- 
dihydro-4-oKO-7-[4-[(l-o«d3Utyl)aaino] phenyl]-, l-ethylprt^l ester (9CI) 
(CA INDEX NAME) 
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CH2 N- CH2— CH2— ^fEt2 



RN 440093-79-B CAPLUS 

CN Pyrrolo[l,2-aIpyrimidine-3-carbO]tylic acid, l-[ (2-fluotophenyl) methyl] -1,4- 
dihydro-6-{ (methyl (2-phenylethyl) amino] methyl) -4-o]co-7-(4-[ (1- 
oxobutyl) ami no] phenyl)-, 1-ethylpropyl ester (9CI) (CA INDEX NAME) 




CH2 N- CH2- CH2- Ph 



RN 440093-80-1 CAPLUS 

CN Pyrrolo[l,2-a]pyrlBidine-3-cactNnamide, H-(l-ethylprapyl)-l-[ (2- 
fluorophenyl) methyl] -l,4-dihydro-6-[ (a•thyl[^-(2- 
pyridinyl) ethyl] amino] methyl) -4-oxo-7- [4-{ (l-oxdbutyl) amino] phenyl] - (9CI) 
(CA INOEX NAME) 
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m 440093-81-2 CAFLUS 

Oi Fyrrolo(l,2-a]pyriBiidin«-3-c»rb£wanid«, N-cyclopeatyl-l-C (2- 
f luorophenyl) oethyl] -1, 4-dihydro-6- [ [B«thyll2- {2- 

p/ridinyl) ethyl] aaino]aatliyl]-4'OSO-7-[4-[ (l-oxobutyl) aBlno] phsnyl] - (9CI) 
(CA INDEX NAME) 



O— "r' 



CH2-N-CH2-CH; 



XT" 



RN 440093-82-3 CAPLUS 

CM Pyrrolo[l,2-a}pyriioidine-3-carboxaiiiide, N-butyl-l-[ (2-f luorophenyl) nethyll- 
l, 4 -dihydro-6- 1 [nethyl [2- (2-pyridinyl) ethyl) amino] nethyl] -4-oxo-7- [4- [ (1- 
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okobutyDaniBo) phenyl]- (9CI| (CA INOEX NAME) 



RN 440093-B3-4 CAPLUS 

CN Pyrrolo(l,2-a]pyrimiciiDe-3-carboxaniide, N-cyclohexyl-l-( (2- 
f luorophenyl) nethyl) -l,4-dihydco-6-{ Cnethyl(2- (2- 

pycidlnyl) ethyl) anino] methyl] -4-«io-7- [4-t a-OKobutyl) anino] phenyl) - (9CI) 
(CA INDEX lOMS) 
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l-Ke o 

I II 

.9 9^2 ^NH-C-Pc-n 



440093-84-5 CAPLUS 

Pyrrolo{l,2-aJ py r inidi ne - 3 - ca rboxamid e , 1 - { ( 2 - f luocophe ny 1 ) ne t hyl] -N- hexy 1 - 
l,4-dihydro-6-( [oiethyl[2-(2-pycidi.nyl) ethyl) aainolmethyl)-4-oxo-7-{4-[ (1- 
oxofautyl) amino) phenyl)- (9CI) (CA INDEX NAME) 
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V. ne 

It I 

CH2- N— CH2- CH2 



NH-C-Pc-n 



440093-85-6 CAPLUS 

Pyrrolo[l, 2-a]pyrimidine-3-carboxainide, 1- [ (2-£luorophenyl) methyl] -1,4- 
dihydro-N- (2-Bethoxyethyl) -6- [ tmethyl [ 2- (2-pyridinyl) ethyl] amino] methyl] -4- 
oxo-7-{4-[(l-oxobutyl) amino] phenyl)- (9CI) (CA INDEX NAME) 



MeO-CH2-CH2-NH- 



CH2— N— <B2— CH2- 



440093-86-7 CAPLUS 

Pyrrolo[l,2-a]pyrimidine-3-carboxamde, l-[ (2-fluorophenyl) methyl] -1,4- 
dihydro-6-( [oathyl(2- (2-pyridinyl) ethyl) amino] nethyl] -4-oso-7- (4-( (1- 
oxc^tyl) amino] phenyl] -N- (3-phenylpropyl) - (9CI) (CA INDEX NAHE) 
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032- N-aa2"~CH2- 



-o 



m 440093-S7-8 OPLUS 

CM Pyrrolo(l,2-a]pyrinidin*-3-carbosaBida, l>[(2-fluorQphenyl)iMthyl]-l,4- 
dihydro-fr-t (MtbyKphenylmtthyl) aaino] Mthyl] •4-oao-7-{4>[ (1- 
osofautyDaaino) phenyl) -N-(3-phenylpropyl)- (9CI) (CA INDEX NAME) 




440093-88-9 CAPLUS 

Pyrrolo{2, 2-a)pyrinldin«-3-carboxafflld«, N-butyl-l-[ (2-£luorcvh«nyl>iwtliyl] - 
1, 4-dihydro-6- [ tiuthyKphenylMthyl) amino) mathyl] -4-o«o-7-I4- 1 <1- - 
OKObutyl) amino] phenyl)- (9CI) (CA INDEX NAME) 
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Pyrrolo(l,2-a]pyrimidine-3-carboxanide, N-butyl-6-[( [2- 
(diethylaaino)ethyl]methylaaino]fflethyl] -1- [ (2-fluorophenyl) methyl] -1,4- 
dibydro-4-oxo-7-[4-[(l-a«ofautyl)afflino)pheiiyl)- (9CI) (CA INDEX NAME) 



Bt2N- CH2- CH2- N- CH2 




RN 440093-90-3 CAPLUS 

ON Pycrolo[l,2-aJpyriiaidin-4(lH)-one, 3-(4,5-dihydro-4,4-diDethyl-2-oxa2olyl)- 
1- [ (2-fiuorophenyl) methyl) -6- [ (methyl {2- (2-pycidinyl) ethyl) amino] methyl] -7- 
(4-nitcophenyl)- (9CI) (CA INDEX NAME) 
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Pyrrolo{l,2-a]pyrimidin-4(lH)-one, 3-t4- (1, 1-dimethylethyl) -4,S-dihydro-2- 
oxazolyl] -l-( (2-fluorophenyl) methyl) -6- [ [methyl [2- (2- 

pyridinyl) ethyl] amino] methyl] -7- (4 -nitrophenyl) - (9CI) (CA INDEX NAHB) 



r 



-a.2-^ 

N^ 



L4 ANStfER 12 OF 15 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 

TITLE: 



CORPORATE SOURCE: 



CAPLUS COPYRICTT 2005 ACS on STN 
2002:97682 CAPLUS 
137:87821 

Initial Structure-Activity Relationship Studies of a 
Novel Series of Pyrcolo(l, 2-a] pyrimid-7-ones as GnRH 
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Zhu, Yun-Fei; Struthers, R. Scott; Connors, Patrick 
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DOCUMENT TYPE: Journal 
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AB Initial SAR studies on l-aminemethyl-2-aryl-3-cyano-pyrcoloCl, 2-a)pycimid- 

7-one-6-carboxylates as human GnRH receptor antagonists vere discussed. 

2- (2-Methylaiainoethyl) pyridine vas discovered to be a key feature for 

generating active compds. The best compound from the series had 25 nH (Ki) 

binding affinity to human GnRH receptor. 
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RL: PAC (Pharmacological activity) ) SPN (Synthetic preparation) ; TW 
(Therapeutic use) i BIOL (Biological study) i PREP (Preparation)! USES 
(Uses) 

(initial structure-activity relationship studies of a novel series of 
pyrrolo(l,2-a]pyriBid-7-one3 as GnRH receptor antagonists) 
RN 30B142-43-0 CAPLUS 

CN Pyrrolo(l, 2-a]pyriraidine-3-cacboxylic acid, 8-cyano-l-t (2- 
fluorqphenyl) methyl] -1, 4-dihydro-7- (4-methojiyphenyl) -6- 
[[aathyKphenylme thy 1) amino] methyl] -4 -oao-, ethyl ester (9CI) (CA INDEX 
NAME) 
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308142-50-9 OVPUIS 

Pyrrolo{l,2-aIpyriBdclin«-3-carboxylic acid, 8-cyano-l-[(2- 

f luor^heayl) satbyll -1 , 4 -diiliydro-7- (4-Batboxyph«nyl) -6- ( [aathyl [ 2- (2- 

pyridlnyl)atfayl]aEdao}Bathyl]-4-oso-, athyl astar (9CI) (CA IKDSC HMfE) 



r 



CH2-N-CH2-CH2 



-o 
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Pyrrolo{l<2-a]pyriinidine-3-carbosyllc acid, 8-cyano-l, 4-dihydro-7- (4- 
BcthCMiyphenrl) -6-[ [methyl[2- (2-pyridinrl) ethyl] amino] nethyl] -4-oxo-l- 
(phenylaethyl) ethyl ester f9CI) (CA INDEX NAME) 



Ph-CH2 



-A 



CH2— N— CH2— CH2- 
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Pyrrolotl, 2-a) pyriniidine-3-carboxylic acid, 8-cyano-l-{ (2, 6- 
difiuorophenyl) nethyl] -l,4-dihydro-7-(4-iaethoxyphenyl)-6-t [nethylt2-(2- 
pyridinyl) ethyl]aaino]nethyl] -4-oxo-, ethyl ester (9CI) (CA INDEX HAME) 
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CH2— N— Ca2— CH2- 
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CN Pyrrolo[l,2-a]pyriBidine-3-eacboxyUc acid, 8-cyano-l- (cyclopropylaethyl) - 
1, 4-dihydro-7- (4-Betho>yphenyl) -6- { {nethyl (2- (2- 

pyridinyl) ethyl] amino] nethyl] -4-cno*, ethyl ester (9CZ) (CA INDEX NAHE) 




CH2- N- Ca2- ™2~lf^ 



308142-72-5 CAPLUS 

Pyrrolotl, 2-a] pyriiiidine-3-cacboxylic acid, 1- [ (2-chlorophenyl) methyl) -8- 

cyano-l,4-dihydro-7- (4-nethoxyphenyl)-6-[ [metbyl[2- (2- 

pyridinyl) ethyl] amino] methyl] -4-OXO-, ethyl ester (9CI) (CA INDEX NAHE) 
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CN Pycrolo[l,2-a]pyrinidine-3-carbojiylic acid, 8-cyano-l, 4-dlhydro-7- (4- 
nethoxyphenyl) -l-{ (2-metbo«yphenyl) nethyl] -6-( [methyl{2- (2- 
pyridinyl) ethyl] amino) methyl]- 4 -OSO-, ethyl ester (9CX) (CA INDEX NAHE) 




RN 308142-78-1 CAPLUS 

CN Pyrcolo[l, 2-a] pyrimidine-3-carboxylic acid, 8-cyano-l-[ (2- 

cyanophenyl) methyl] -1, 4-dibydro-7- (4-methoayphenyl) -6- [ [methyl(2- (2- 
pyridinyl) ethyl] amino] methyl] -4-axo-, ethyl ester (9CI) (CA INDEX NAHE) 
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CN Pyrrolo(l, 2-a] pyrimidine-3-carboxylic acid, 8-cyano-l-[ (2,4- 
dif luoropbenyDmethyl] -l,4-dihydro-7- (4-methaxyphenyl) -6- {(methyl [2- (2- 
pyridinyl) ethyl] amino}methyl]-4-oso-, ethyl ester (9CI) (CA INDEX NAKS) 



F 




RN 308142-80-5 CAPLUS 

CN Pyrrolo[l,2-aJpyrinidine-3-carboxyli.c acid, 8-cyano-l-{ (2, 3- 

difluorophenyl) methyl) -I, 4 -di hydro- 7- (4-Dethoxyphenyl) -6-( ^nethyl(2-(2- 
pyridinyl)ethyl]aminD]methyl] -4-oso-, ethyl ester (9CI) (CA INDEX NAME) 
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Wt 441787-42-4 CAPLUS 

CN Pyrrolo[l,2-a)pycifflidin«-3-carboKylic acid, 8-eyano-6- 

{ (dlnethylaBino)B«thyl)-l,4-dihydro-7-(4-B«thosyphenyl) -4-oso-l- 
(phanylaethyl) ethyl ester (9CZ) (CA INDEX NAME) 




m 441787-44-6 CAPW5 

CN Pyrcolo[l,2-a]pyrliaidlna-3-carbo*ylic add, B-cyano-l,4-dihydro-7-(4- 
methoxyphenyl) -6-( [methyl (phenylsathyl) aaino] nethyl] -4-obo-1- 
(phenyloethyl) ethyl eater (9CZ) (CA INDEX NAME) 
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He 
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RN 441787-52-6 CAfLUS 

CN Pyrrolo[lr2-a]pyrimidine-3-carboxyUc acid, 8-cyBno-l-[ (^,5- 
difluo^ophenyl)aethyll -l,4-dihydro-7-(4-Betho«yphenyl)-6-( [nethyl(2- (2- 
pyridiiiyl> ethyll aaino] nethyl) -4-o«o-, ethyl ester (9CI) (CA INDEX NAKE) 




RN 441787-53-7 CAPLUS 

CN Pyrrolo[l,2-a]pyrinidine-3-carboxylic acid, 8-cyanQ-l,4-dihydro-l-( (2- 
nethosyphenyl) nethyl] -7- [4- (2-nethylpropoxy) phenyl] -6- ( [methyl [2- (2- 
pyddinyl) ethyl] aaino] nethyl] -4 -OXO-, ethyl ester (9CI) (CA INDEX NAKE) 



L4 ANSVER 12 OF IS CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 



^-9 

r 

a: 



— CH2-N-CH2-CH2 
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Pyrcolo[l,2-a]pyrimidine-3-carbaKyllc acid, 8-cyano-l-[ (2- 
f luorophenyl) nethyl] -1, 4-dihydro-7- [4- (2-nethylpropoxy) phenyl] -6- 
[(nethyl[2-(2-pyridinyl) ethyl] amino] nethyl] -4-OXO-, ethyl ester (9CI) 
INDESC NAME) 



A' 



M U 



N ' — CH2- N- CH2- CH2 
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Pyrrolo(l, 2-alpyciiiiidine-3-carboxylic acid, 8-cyano-l-[ (2, 5- 
dif luorophenyl) methyl] -l,4-dihydro-7-l4- (2-aethylpropoxy) phenyl] -6- 
((Bethyl[2-(2-pycidinyl) ethyl] aaino] Bsethyl] -4 -OXO-, ethyl ester (9CI) (CA 
INDEX NAME) 
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™2 CN 



CH2-'N-CH2— CH2 



N^ 



441787-S6-0 CAPLUS 

Pyrrolo(l,2-a]pycinidine-3-cartx]sylic acid, 8-cyano-l-{ (2,6- 

dif luorophenyl) nethyl] -1, 4-dihydro-7-(4- (2-Bethylpraposy) phenyl] -6- 

( [nethyl [2- (2-pyrldinyl) ethyl] amino] methyl] -4-OXO-, ethyl ester (9CI) (CA 

INDEX NAME) 



CH2-N-Ca2-CH2 



-o 



RN 441787-57-1 CAPLUS 

CM Pyrrolo(l,2-a]pyrinidine-3-carboxylic acid, 8-cyano-l-{ (2, 4- 

difluorcphenyl)nethylJ-l, 4-dihydro-7-[4- (2-methylpropaxy) phenyl] -6- 
[[nethyl[2-{2-pyridinyl)ethyl]amino]nethyl]-4-oxo-, ethyl ester (9CI) 
INDEX NAME) 
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RN 441787-58-2 CAPUIS 

CN PyrroIo[l,2-a]pyrifflldint-3-carboxylie acid, B-cyano-l-[ (2,4- 

dif luorophenyl) methyl) -1, 4-dihydro-7- [4- (2-m thy Ipropmy) phenyl] -6- 
[[aechyl[2-(3-pyridinyl)ethyl]afflino]Bethyl]-4-axo-, ethyl ester {9CZ) (CA 
INDEX NAKE) 



F 




m 441787-59-3 CAPLUS 

CN Pyrrolo{l,2-a]pyriiu.dine-3-carboxylic acid, 8-cyano-l-[ (2,4- 
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dif luort^enyl) nethyl) -1 , 4-dihydro-7- {4- (2>i3ethylpropasy) phenyl) -6- 
[tBethyl(2-(4-pyridinyl)ethyl)asiino)aethyll-4-fwo-, ethyl eater (9CI) (CA 
INDEX NMfS) 




RN 441787-60-6 CAPLUS 

CN Pyrcolo{l, 2-a] pyriBidine-3-carboxylic acid, B-cyano-l-( (2, 4- 

dif luorophenyl) oethyll -1, 4-dihydro-6-( (aethyl(2-phenylethyl) amino) methyl] - 
7-(4-(2-nethylpropoxy)phenyl]-4-oxo-, ethyl ester (9CI) (CA INDEX NAKE) 



F 




'CH2 CHr- CH2— Ph 
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IT 308142-9»-a 3f»l«2-60-l 308142^2-3 

308142-64-5 308142-66-7 308142-81-6 

441787-61-7 441787-63-9 

RL: PAC (Pharmacological activity) ; THU (Therapeutic use) i BIOL 
(Biological study)? USES (Uaes) 

(initial structure -activity relationship studies of a novel series of 
pyrrolo[l,2-a]pyriiBid-7-ones as GnRH receptor antagonists) 
RN 308142-59-8 CAPLUS 

CN Pyrrolo[l,2-a]|vrinidine-3-carboKylic add, 8-cyano-l-[ (2- 

f luorophenyl) omthyl] -1, 4-dihydro-7- (4-methosyphenyl) -6- [ tnethyl[2- (2- 
pyridinyl) ethyl] anino]aethyl] -4-0x0-, 1-ethylpropyl ester (9CI) (CA INDEX 
NME) 




RN 308142-60-1 CAPLUS 

CN Pyrrolo[ 1, 2-a] pytiiiiidine-3-carboxy lie acid, B-cyano-l-I (2- 

f luorophenyl) aethyl] -1, 4-dihydro-7- (4-Bethojiyphenyl) -6- ( {methyl[2- (2- 
pyridinyl) ethyl] amino] nethyl) -4-0x0- , l-mathylethyl ester (9CI) (CA INDEX 
NAME) 
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RN 308142-62-3 CAPLUS 

CN Pyrrolo[l,2-a)pyrimidine-3-carboxylic add, B-cyano-l-{ (2- 

f luorophenyl) methyl] -l,4-dihydro-7-(4-mathoxypheiiyl)-6-[ [methyl[2- (2- 
pyridinyl) ethyl] amino) methyl] -4 -0x0- , dicyclopropylaethyl ester (9CI) (CA 
INDEX NAME) 





RN 308142-64-5 CAPLUS 

CK Pyrrolo[l,2-a]pyriddinc-3-carboxylic add, 8-cyano-l-[ (2- 
f luorophenyl)methyl] -l,4-dihydro-7-(4-methoxyphenyl) -6- [ [methyl [2- (2- 
pyridinyl) ethyl] amino) methyl) -4-OXO-, cyclopentyl ester (9CI) (CA INDEX 
NAME) 
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RN 308142-66<7 CAPLUS 

CN pyrrolo(l,2-a]pyriBidlne-3-carboaylic acid, 8-c/ano-l-( <2- 
f luorophenyl) cwthyl] -1. 4-dibydro-7- <4-Mthfniyphanyl) -6-( (mthyl(2- (2* 
pyridinyl) ethyl] aaino)iMthyl]-4-03KO-, t«tcahydn>-3-furanyl astat (9CI) 
(CA INDSC KAME) 




RN 308142-81-6 CAPLUS 

CN Pyrrolo[l,2-a]pyrimldine-3-carboaylic add, B-cyano-7-[4-(l- 

ethylpropoxy) phenyl] (2-fluorophaiiyl)Bathyl] -l,4-dlhydro-6-[(n«thyl[2- 
( 2-pyridinyl)e thy llaninolmthyl] -4-0x0-, 1-ethylpropyl ester (9CI) (CA 
INDEX HAME) 
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RN 441787-61-7 CAPLUS 

CM ?yccolo(l,2-a]pyrinldine-3-carboxylic add, S-cyano-l-[ (2- 

fluor(9hanyl)aathyl)-l, 4-dibydro-7-[4-(2-Bathy^rtq>oxy) phenyl] -6- 

[ [Betfayl[2- (2-pyrldinyl) ethyl] amino] methyl] -4-oso-, 1-ethylpropyl ester 

(9CI) (CA INDEX NAME) 




RN 441787-63-9 CAPLUS 

CN Pyrrolotl,2-alpyriinidine-3-carboaylic acid, 9-cyano-7- [4- 

(cyclopentyloxy) phenyl] -1- ( (2-fluorophenyl) methyl] - 1,4 -di hydro- 6- 
[[methyl[2-(2-pyridinyl)«thyl] amino] ffletl^l)-4-oxo-, cyclopentyl ester 
(9CI) (CA INDEX HAME) 
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ca2 CN 



CB.2~ W~ CH2— CH2- 



~»0 
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derivatives and related compounds as 

gonadotropin- releasing hormone receptor antagonists 

Zhu, Yun-fei; Gross, Timothy D.» Gao, Yinghong; 

Connors, Patrick J., Jr. 1 Quo, Zhiqiang* Chen, Chen 
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(CR37R3?)niNRlR2 



Afi The title compds. I {A - N, CR4; B - N, CR5; Q - bond, 

(CR8aR8b)rZ(CR10aR10b)s; n, r, 9 - O-61 Z - bond, O, S, S02, etc.; Rl - B, 
alkyl, aryl. arylalkyi, etc.: R2 - H, alleyl/ R1NR2 - heterocycUc ringi 
R3a and R3b - H, alkyl, heterocycle. etc.» R6 - H, alkyl, aryl, etc.t R7 - 
H, halo, cyano, etc.t Ar - aryl, heteroacyl], GnRH receptor antagonists, 
were prepared E.g.. 3-[N-Bethyl-H-[2-(2-pyridyl) ethyl] aninoaethyl] -5- (3- 
nethtncyphenyl) -6-Bethyl-2- (tert-butyl) -7- (2-f luorophenylaethyl) ii3idazolo[ 1 
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,2-a]pyrlBid-4-on0 was prepd. in thr** stapa fron 5-braBO-6-Qithyl-2-(t«rt- 

butyl) -7H-im.da2olo(l,2-a)pyrinid-4-one (prepn. given). 
IT 33S2r7-e7-7P 3352T7-e8-aP 335277-89-9P 
3352r7-90-2? 335277-91-3? 335277-92-4P 
335277-93-5P 335277-94-6P 335277-95-7P 

RX,: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ( SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of icddazolo{l,2->a]pyciBid-4-one derivs. and related 

gonadotropin- releasing honaone receptor antagonists) 
KH 335277-87-7 CAPLUS 

Qt lQidazo[l, 2-a]pyriaidin-S (8H) -one, 8-t (2-fluorophenyl)Dethyl]-6-(3- 
Dethoxyphenyl) -7-Qethyl-3-[ {oethyl(2 - (2-pyridinyl) ethyl] aaino]iMtliyl] "2- 
(tetrahydro-3-nethyl-2-oxo-3-furanyl)- (9CI) (CA INDEX NAffE) 




He 

O 



RN 335277-88-e CAPLUS 

CM Propanenitrile, 3-{ [(8-[ (2-f luorophenyl)metbylI-5,8-dlhydco-6-(3- 
methoxyphenyl) -7-aethyl-S-aKO-2- (t«trafaydro-3-iaethyl-2-aso-3- 
furanyl)iBidazo[1.2-a]pycimidin-3-yllBethyl] (phenylnm'thyl) amino] - (9CI) 
(CA INDEX NAME) 
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RN 335277-89-9 CAPLUS 

CN IfflidazoCl* 2-al pyrinidin-S (8H) -one. 3- ( (4- (1, 3-benzodioaol-2-yloethyl) -1- 
piparazinyl)aethyl]-e-[ (2-fiuoropl)enyl)B*thyl]-6- (3-a8thoxyphenyl)-7- 
asthyl-2-(tetrahydro-3-iMthyl-2-axo-3-furBnyl)- (9CI) (CA INDEX NAME) 




WJ 335277-90-2 CAPLUS 

CN Iou.dazo[l. 2-a]pyrinidin-5(8H) -one, 3-{[4- (4-chlorophenyl) -4-hydro>^y-l- 
piperidinylIm•thyl]-8-[ (2-fluorophenyl) methyl] -6- (3-Bethoxyphenyl) -7- 
Bethyl-2- (tatrahydro-3-nethyl-2-oso-3-furanyl) - (9CI) (CA INDEX NAME) 
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RN 335277-91-3 CAPLUS 

CN Imidazo[l,2-a]pyrinidin-5(8H)-one. 8-[ (^-fluoc<^enyl)m•tbyl]-3-[(4- 
hyd^oxy-4- {3- (trif luoromethyl) phenyl] -1-piperidinyl] methyl] -6- (3- 
nethoxyphenyl) -7-nethyl-2- (tetrahydro-3-methyl-2-aso-3-f uranyl) - (9CI) 
(CA INDEX NAME) 




O 



RN 335277-92-4 CAPLUS 

CN Inidazo(l,2-a)pyrimidin-5(8H)-one, 8-( (2-fluorqf>henyl)Betfayl] -6- (3- 
nethoxyphenyl) -7-methyl-3-[ [4-(2-nitro-4- (trlf luoromethyl) phenyl] -1- 
piperazinyl] methyl] -2- (tetrahydro-3-methyl-2-oxo-3-fucanyl)- (9CZ) (CA 
INDEX NAME) 




RN 33S277-93-5 CAPLUS 

CN Iiitidazo[l,2-a]pyrimidin-5(8H) -one, 8-[ (2-fluoropbenyI)raethyl] -3-( { (2- 
furanylaethyDmethylamino] methyl] -6- (3-methoxyphenyl) -7-nethyl-2- 
(tetrahydro-3-aethyl-2-oxo-3-furanyl)- (9CI) (CA INDEX NAME) 



L4 ANSWER 13 OP 15 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




OMe 



RN 335277-94-6 CAPLUS 

CN lBiidazo(l, 2-alpyriBiidin-5 (BH) -one, 3-( ( [2- (diraethylamino) ethyl] methylamino 
] methyl) -8- [ (2-fluorophenyl) methyl] -6- (3-raethosyphenyl) -7-methyl-2- 
(tetrahydro-3-methyl-2>oxo-3-furanyl)- (9CI) (CA INDEX NAME) 




'CH2 N-CH2— CH2— NMe2 



RN 335277-95-7 CAPLUS 

CN Imidazo{l, 2-a] pyriiaidin-5 (9H) -one, 8-[ (2-fluocophenyl) methyl] -6- (3- 

methoxyphenyi) -7-methyl-3-{ { (2-pyridinylttethyl) amino] methyl] -2- (tetrahydro- 
3-methyl-2-oso-3-furanyl) - (9CI) (CA INDEX NAME) 
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The title compda. [It a - 1-6; Rl - H, allcyl, acyl, etc.j R2 - H, alkyl; 

NR1R2 - (un) substituted heterocycle; R3a, R3b - H, alJcyl, OH, etc.: 

CR3aR3b (un) substituted carbocyclic ring: R4 - H, allcyl, aryl, etc. i R5 

- H, halo, CN, etc.) R6 - H. alkyl, aryl, etc.f B - N or CRIO trtien Ar " 

(un) substituted heteroaryl and RIO - Hi or B - CRIO when Ar — 

(un) substituted aryl, heteroaryl and RIO - halo, CN, N02, etc.], GnRH 

receptor antagonists which have utility in the treataent of a variety of 

sex-hormone related conditions in both men and vomen, vare prepared E.g., i 

taulti-step synthesis of the pyrrolo[l,2-a]pyrimid-7-one II vas given. 

308142-43-OP 308142-44-1? 308142-4S-2P 

308142-4S-3P 30B142-47-4P 30ei42-48-5P 

308142-49-5P 30B142-S0-9P 308142-51-OP 

308142-52-lP 30ei42-53-2P 308142-54-3P 

308142-S5-4P 308142-S6-5P 308142-57-6P 

300142-S8-7P 308142-59-eP 308142-60-lP 

308142-61-2P 308142-62-3P 308142-63-4P 

30S142-S4-5P 308142-6S-6P 308142-66-7P 

308142-67-8P 308142-68-9P 308142-69-OP 

308142-70-3P 308142-71-4P 308142-72-5P 

308142-73-6P 308142-74-7P 308142-75-8P 

308142'7S-9» 308142>n-0P 30B142-78-1P 

308142>7»-2» 30ai42>80-5F 30B142-81-6P 

308142-82-7P 308142-83-89 308142-84-9P 

308142-85-OP 308X42-S6-1P 308142-87-2? 

308142-88-3P 30S142-89-4P 308142-90-7P 

308X42-91-8? 308X42-92-9? 308142-93-0? 

308142-94-1? 308142-95-2? 308142-96-3? 

308142- 97-4? 308142-98-5? 308142-9S»-«P 

308143- 0O-2P 308143-01-3? 308143-02-4? 
308143-03-5? 308143-04-6? 308143-05-7P 

308143- O6-8? 308143-07-9? 308143-08-0? 

308144- 26-5? 

RL: BAC (Biological activity or effector, except adverse) r BSU (Biological 
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Study, unclassified); 5PN (Synthetic preparation) > THU (Therapeutic use) i 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
(prepn. of imidazo- and pyrrolo[l, 2-a] pyrimid-4-one3 as 
gonadotropin- releasing hormone receptor antagonists) 
309142-43-0 CAPLUS 

Pyrrolo[l,2-a]pyrimidine-3-carboxylic acid, $-cyano-l- ( (2- 

f luorophenyl) methyl] -1, 4-dihydro-7- (4-Dethoityphenyl) -6- 

[ [methyl (phenylnethyl) amino] Bathyl]-4-oxo-, ethyl ester (9CI) (CA INDEX 

NAME) 




308142-44-1 CAPLUS 

Pyrrolo[l,2-a]pyrinidine-3-carbO]iylic add, 8-cyano-l-{ (2- 

f luorophenyl) methyl] -1, 4-dihydro-7- (4-methoxypbenyl) -6- [ [methyl(4- 

pyridinylmethyl)amino]metfayl]-4-oso-, ethyl ester (9CI) (CA INDEX NAME) 




308142-45-2 CAPLUS 

Pyrrolo[l,2-a]pyriraidine-3-carbo]iylic acid, 8-cyano-6-[ [ [ (3,4- 
dichlorophenyl) methyl) me tbylami no] methyl) -1- [ (2-f luor<^enyl) methyl] -1,4- 
dibydro-7-(4-m«tho]iyphenyl)-4-cnce-, ethyl ester (9CI) (CA INDEX NAME) 
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™2 CN CI 



m 308142-46-3 CKPLUS 

CN pyrrolo(l«2-B]pyriDidiM-3-carbc»yIic scid, 8-cyano-l-[ (2- 

fluorophanyl) iMthyll -1, 4-^hydro-7> (4-Bethasyphenyl) -6-[ (aethyl-2- 
prc^)ynylaaino)mthyl]-4-oxo-, ethyl ester (9CI) {CA INDSI lUMB) 



HC=C-CH2~N-CH2 




SN 308142-47^4 CAPLU5 

CN Pyrcolo{l,2-alpyrlnlcilne-3-carfoosyLlc acid, 8-cyano-6- 

[ ( (cycloprc^laethyDprapylanino] fflethyl] -1- [ (2-f luorophenyl) nethyl} -1,4- 
diihydro-7-(4-mathoxyphenyl)-4-o«o-. etbyl ester (9CZ) (CA INDSX NAME) 
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^A/N CH2-M-CH2 ^ 

I i 



m 308142-48-5 CAPLUS 

CN Pyrrolo(l,2-a)pyriiaidlne-3-carb03iyllc acid, 8-cyano-6- 

( (diaathylasdRO) smthyl] -1- [ (2-f luorC9>benyl)iMtfayll -l,4-dihydro-7- (4 - 
oethosypheiiyl)-4-oxo-, ethyl ester (9CI) (CA INDEX NAME) 



He2N-CH2 




308142-49-6 CAPLUS 

Pyrcolo[l, 2-a] pyrimidine-3-carboxyllc acid, S-cyano-l- t (2- 

f luorophenyl) Bethyl] -1, 4-dihydro-7- (4-Bethoxyphenyl) -6-( [aetbylt4- (3- 

pyridlnyl) butyl] amino] methyl] -4-0x0-, ethyl ester (9CI) (CA INDEX NAME) 
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RN 308142-50-9 CAPLUS 

CM Pyrrolo[l, 2-a] pyrinidine-3-cartMxylic acid, 8-cyano-l-( (2- 

f luorophenyl) methyl] -1, 4-dihydco-7- (4-Bethoxyphenyl) -6-[ {Bethyl(2- (2- 
pyridinyl) ethyl] amino] methyl] -4-OXO-, ethyl ester (9CI) (CA INDEX HAKE) 




RN 308142-51-0 CAPLUS 

CN Pyrrolo[1.2-a]pyrinidine-3-cacbosylic acid, 8-cyano-l-[ (2- 

f luorophenyl) methyl] -l,4-dihydro-7-(4-methoxypbenyl) -6-((Mthyl[ (3-methyl- 
2-pyridinyl) methyl] amino] methyl] -4-0x0-, et)qrl ester (9CI) (CA INDEX 
NAME) 
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RN 308142-52-1 CAPLUS 

CN Pyrrolo{l,2-a]pyrimidine-3-carboxylic acid, a-cyano-l-[ (2- 

f luorophenyl) methyl] -6- [ [ (2-furanylmethyl) methylamino] methyl] -1, 4-dihydro- 
7-(4-methoxyphenyl)-4-oxo-, ethyl ester (9CI) (CA INDEX NAME) 




RN 308142-53-2 CAPLUS 

CN Pyrrolo[1.2-a]pyrimidine-3-carboxylic acid, 8-cyano-l-[ (2- 

f luorophenyl) methyl] •l,4-dihydro-6-(( (^-aetholtyethyl)methylaainolmethyll-7- 
(4-nethoxyphenyl) -4-oxo-, ethyl ester (9CI) (CA INDEX NAME) 
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MbO- CH2-CH2-N-ai2 




308142-54-3 CAPLUS 

Pyrroio[l, 2-a]pyciaidine-3-carboxylic add, 8-cyano-l-( (2- 

f luorophenyl) methyl] -1, 4-dihydro-7- (4-Dethoxyphenyl) -6- [ [Dethyl (2- 

pyridinylmthyl)aalno]Dethyll-4-oxo-, ethyl ester (9CI) (CA INDEX NMffi) 



II J, L_ CH2- » 



j5" 



308142-55-4 CAPLUS 

Pyrrolo[l,2-a]pyriju.dine-3-carboxylic acid, 6-cyano-l-[ (2- 

f luorophenyl) methyl] -1, 4-dibydco-7- (4-nethoxyphenyl) -6-f (methyl- 2- 

propenylamino) methyl] -4-(WO-, ethyl ester (9CI) (CA INDEX NAME) 
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308142-56-5 CAPLUS 

Pyrrolo(l, 2-a]pyrimidine-3-carboxylic acid, 8-cyano-l-( (2- 
f luorophenyl) methyl] -1, 4-dihydro-6- [ [ (3- hydroxy- 3- 

phenylproivl) methylanino] methyl] -7- (4-methoxyphenyl) -4-OKO-, ethyl ester 
(9CI) (CA INDEX NAME) 



I i 

HD— CH— CH2— C3i2— N— CH2 




BN 308142-57-6 CAPLUS 

CN Pyrrolo[l,2-a}pyrimidine-3-carboxylic acid, 8-cyano-l- [ (2- 

f luorophenyl) methyl] -1, 4-dihydro-7- (4-methoxyphenyl) -6- [ [raethyl[2- 
[(phenylmethyl) amino] ethyl) amino] methyl] -4-OZO-, ethyl ester (9CI) (CA 
INDEX HAKE) 
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f luorophenyl) methyl] -l,4-dihydro-6-[ (4-hydcoxy-4-phBnyi-l- 
piperidinyl) methyl] -7- (4-methoxyphenyl) -4-080-, ethyl ester (9CI) (CA RN 308142-60-1 CAPLUS 

INDEX NAME) CN Pyrrolo[l, 2-a]pyrinidln«-3-carboxylie acid, 8-cyano-l- ( (2- 

f luorc^henyl) methyl] -1, 4-dihydco-7- (4-Bethoiiyphenyl) -6- 1 tmethyl[2- (2- 
pyrldinyl) ethyl] amino] methyl] -4-OXO-, 1-methylethyl ester (9CI) (CA INDEX 




fluorophenyl) methyl]-!, 4 -dibydro-7- (4-methoxyphenyl) -6- [[methyl {2- (2- 

pyridlnyl) ethyl] anino] methyl] -4-OXO-, 1-ethylpropyl ester (9CI) (CA INDEX RN 308142-61-2 CAPLUS 

NAME) CN Pyrrolo(l,2-a]pyrimidine-3-carboxylic acid, 8-cyano-l- [ (2- 

f luorophenyl) methyl] -l, 4-dihydro-6-{ { (3-hydcoxy-3- 

phenylpc^iyl) methylamlno] methyl] -7- (4-methoxyphenyl) -4-oxo-, 1-methylethyl 
ester (9CI) (CA INDEX HMfE) 
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Ph N« 




RN 308142-62-3 CAPUIS 

CN Pyrrolo[l,2-a]pyrimidine-3-carboxy lie acid, 8-cyano-l- ( (2- 

fluocophenyl) methyl] -1, 4-dihydro-7- (4-fflethoxyphenyl) -6- [ [methyl {2- (2- 
pyridinyl) ethyl] araino] methyl) -4-OXO-, dicyclopropylaethyl ester (9CZ) <CA 
INDSC NAME) 




RN 308142-63-4 CAPLUS 

CN Pyrrolo[l,2-a]pyrinidine-3-carboxylic acid, B-cyano-l-[ <2- 

; f luorqshenyl) methyl] -1, 4-dihydro-7- (4-methozyphenyl) -6- 1 [methyl[2- (2- 
pyridinyl) ethyl] amino] methyl] -4 -oxo- (9CI) (CA INDEX NAHE) 
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RN 308142-64-5 CAPLUS 

CN Pyrcolo[l,2-a]pyrimidine-3-carbo]cylic acid» 8-cyano-l- [ (2- 

f luor(^henyl) methyl] -1, 4-dihydco-7- (4-Bethoxyphenyl) -6- ( (methyl[2- (2- 
pyridinyl) ethyl) amino] methyl] -4 -OXO-, cyclopentyl ester (9CI) (CA INDBC 
NAME) 




RN 308142-65-6 CAPLUS 

CN PyrrDlo[l,2-a]pyrimidine-3-carbo]iylic acid, 8-cyano-l-[ (2- 

f luorophenyl) methyl] -1, 4-dihydro-7- (4-nethoiiyphenyl) -4-oxo-6- [ [ (2- 
pyridinylmethyl) amino] methyl]-, cyclopentyl ester (9CI) (CA INDEX NAHE) 
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9 

r 




RN 308142-66-7 CAPLUS 

CN Pyrcolo(l,2-a)pycimidine-3-carboxylic acid, 9-cyano-l- [ (2- 

f luorophenyl) methyl] -1. 4-dihydco-7- (4-raethoxyphenyl) -6- [(methyl [2- (2- 
pyridinyl) ethyl] amino] methyl] -4 -OSO-, 'tetcahydro-3-furanyl ester (9CX) 
(CA INDEX NAHE) 




RN 308142-67-8 CAPLUS 

CN Pyrrolo[l, 2-a]pyrimidine-3-cari3oiiy lie acid, 8-cyano-l- ( (2- 

f luorophenyl) methyl] -1, 4-dihydro-7- (4-methosyphenyl) -6- [ (methyl{2- (2- 
pyridinyl) ethyl] amino] methyl] -4-0x0-, 2-methyl-l- (1-methylethyl) propyl 
ester (9CX) (CA INDEX NAME) 
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RN 308142-68-9 CAPLUS 

CN Pyrrolo[l,2-a]pyrimidine-3-carboxylie acid, 8-cyano-l, 4-dihydro-7- (4- 
methoxyphenyl)-6-[(methyl[2- (2-pyridinyl) ethyl) amino] methyl] -4-oxo-l- 
(phenylmethyl) -, ethyl ester (9CI) (CA INDEX NAME) 




RN 308142-69-0 CAPUJS 

CN Pycrolo[l,2-a]pyriittidine-3-cacboxylic acid, 8-cyano-l-( (2,6- 

difluorophenyl) methyl] -1, 4-dihydro-7- (4-methoxyphenyl) -6- [ (methyl{2- (2- 
pycidinyl) ethyl] amino] methyl] -4-0XO-, ethyl ester (9CI) (CA INDEX HAKE) 
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|»2 CN 



A 



CH2- N- CH2- CH2 



308142-70-3 CAPLUS 

Pyrrololl,2-a]pyriBiidine-3-carboxylic acid, 8-cyano-l, «-<lihydco-7- (4- 
BsChoxyphenyl) -6- [ [mett)yl(2- (2-pyridinyl) ethyl} amino] nethyl] -4-o«o-l- (3- 
phciiyl-2-prqpeDyl) ethyl ester (9CI) (CA INDEX KAHB) 



Ph-CH=CB-CH2 



„ , 



CB2-M-CH2-CH2' 



-o 



308142-71-4 CAPLUS 

Pyrrolo[l,2'-a]pyrifflidine-3-carbO]iylic acid, 8- cyano-1- (cyclop ropy laethyl) - 
1. 4-dihydro-7- (4-methoxyplienyl) -6- 1 [Mthyl[2- (2- 

pyridinyl) ethyl] aiBino)Bathyl]-4-oao-, ethyl ester (9CX) (CA INDEX NAME) 
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Y 



N ■* — a!2-I*-CH2-Ca2' 



308142-72-5 CAPLUS 

Pycrolo[l.2-a]pyrimidine-3-carbo3ryrlic acid, 1- [ (2-chlorophenyl) methyl] -8- 
cyano-l,4flibydrQ-7-(4-BMthoxyphenyl) -6-( (methyl{2'(2- 
p/rldi^yl)ethyl] ominolBethyl) -4-oso-, ethyl ester (9CI) (CA INDEX NAME) 




CH2-N-CH2-CH2 



.jO" 



308142-73-6 CAPLUS 

Pyrrolo[l,2-a]pyriBidine-3-cacfo<MiyUc add, l-[[3.5- 

bis (trifluoronethyl) phenyl] methyl] -8-cyano-l, 4-dihydro-7- (4-Bethoxyphenyl) - 
6- [[methyl[2-(2-pyridiiiyl) ethyl] amino] me thyl]-4-oso-, ethyl ester (9CI) 
(CA INDEX NAME) 
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RN 308142-74-7 CAPLOS 

CN pyrroloIl,2-aJpyrimidine-3-carboxyUc acid, 8-cyano-l,4-dihydro-7-{4- 
methoxyphenyl) -1- [ (2-methoxyphenyl) methyl) -6- { [nethyl [2- (2- 
pyridlnyl) ethyl] amino] methyl] -4-OKO-, ethyl ester (9CI) (CA INDEX NAME) 




RN 308142-75-B CAPLUS 

CN Pyrrolo(l,2-a]pyrimidiRe-3-carboxylic acid, 8-cyano-l,4-dihydro-7- (4- 
methojtyphenyl) -l-{ (2-nethosyphenyl) methyl] -6-[ (methyl [2- (2- 
pyridinyli ethyl] amino] nethyl] -4-OXO-, l-nethylethyl ester (9CI) (CA INDEX 
NAME) 
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RN 308142-76-9 CAPLUS 

CN Pyrrolo{l,2-a]pyrlnidine-3-carboxyllc add, B-cyano-l,4-dihydro-7- (4- 
methoxyphenyl) -1- [ (2-nethOKyphenyl) methyl] -6- [ [methyl [2- (2- 
pyridinyl) ethyl] amino] nethyl] -4-0x0-, 1-ethylpropyl ester (9CI) (CA INDEX 
NAME) 




RN 308142-77-0 CAPLUS 

CN Pyccolo{l,2-a]pyrinidine-3-carboxyIic acid, 8-cyano-l-[ (3, 5- 

dif luorophenyl) methyl] -1, 4 -dihydro-7- (4 -methoxyphenyl) -6- [ [methyl [2- (2- 
pyridinyl) ethyl] amino] me thy 1] -4 -oxo-, ethyl eater (9CI) (CA INDE3( NAME) 
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p CN 



CH2-»l-CH2-ca2 



308142-78-1 CAPLU5 

PyccoioCl,2-alpyrii»iclin«-3-carboxyllc add, 8-cyano-l-I (2- 
cyanophanyl) nathyl] -1. 4-diliydro-7- (4-Bwthoxyphenyl) -6- 1 lBethylt2- {2- 
pyrldinyl)athyl]aaitto]R«thyl]-4-(»o-, athyl aater (9CI) (CA INDEX NAME) 



r 



a He 

I 

CS2- N— CH2— CH2 



30S142-79-2 CAPLUS 

Pyrcolo[l,2-a]pyriiai<line-3-carboxylic acid, 8-cyano-l-[ (2, 4- 
clifluorophenyl)Iaethyll-l,4-dihydro-7- (4-iaethoxyphenyl) -6- [ (inethyl(2- (2- 
pycidinyi)ethyl]aainojBethyl]-4-oxo-, ethyl eater (9CI) (CA INDEX NAME) 



U ANSWER 1« OF IS CAPLUS COPYRIGHT 2005 ACS on STN (Continuad) 
F 




CH2-' N-CH2- CH2— 

N^ 



m 308142-80-S CAPLUS 

CN pyrrolo[l,2-a]pyrimidina-3-carfooxylic add. e-cyano-l-[ (^,3- 
difluo^^^anyl)Batllyll-l,4-dihydco-7- (4-mathaxyphanyl)-6-( (mathyl(2- (2- 
pyddinyl) athyl] amino) Bathyl]-4-(»o-, athyl astac (9CI) (CA INDEX NAME) 



CH2 
I 



CH2— N-CH2-CH2" 



308142-81-6 CAPLUS 

Pyrrolo[l,2-a]pyriiaidine-3-carbOKylic add, B-cyano-7-(4- (1- 
athylpropoxy) phenyl] -1- ( (2-fluorophenyl) nathyl] -1, 4-dihydco-6-C [methylI2- 
(2-pyddinyl) ethyl] amino] nethyl]-4-axo-, 1-athylpropyl ester (9CI) (CA 
INDEX NAME) 
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RN 308142-82-7 CAPLUS 

CN ImidaioH, 2-a] pyrii»idin-5{8H) -one, 2- (2. 5-diBethyl-3-fucanyl) -8-( (2- 
fluocophenyl) methyl] -6- (3-methOKyphenyl) -7-methyl-3- [ tmethyl[2- (2- 
pyridlnyl) ethyl] amino] methyl]- (9CI) (CA INDEX NAME) 




He 



RN 308142-83-8 CAPLUS 

CN Iiaidazo(l,2-a]pyciiaidin-5(8H)-one, 2- (2,5-diiaethyl-3-fucanyl)-8-I (2- 
f luort^henyl) methyl) -6- (3-methoicyphenyl> -7-Biethyl-3- 
[ (methyl (phenylmetbyl) amino] methyl]- (9CI) (CA INDEX NAME) 



L4 ANSWER 14 OF IS CAPLUS 00FYRZ6EIT 2005 ACS on STN (Continued) 




RN 308142-94-9 CAPLUS 

CN Imidazotl, 2-a] pyrimidin-5 (8H) -one, 3-{ [ [2- (diethylamino) ethyl} methylamino] 
methyl] -2- (2, 5-dimethyl-3-furanyl) -8-{ (2-fluorophenyl) methyl] -6- (3- 
methoxyphenyl)-7-methyl- (9CI) (CA INDEX NAME) 




m 308142-85-0 CAPLUS 

CN lBidazo[l,2-alpyrimidin-S(8H) -one, 2- (2,5-dimethyl-3-furanyl) -8-( (2- 
f luorophenyl) methyl) -3- [ { (2-methoxyethyl) methylamino) methyl] -6- (3- 
methoxyphenyl) -7-methyl- (9CI) (CA INDEX NAME) 



CH2 He 
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VH 309142-B6-1 CAPLUS 

CN Inida2o(l,2-aJpyriiaidin-5(8H)-on«, 2-(2,5-(liMthyl-3-furanyl)-6-(3- 

ethoxyphenyl)-8-[(2-fluorophenyl)pethylI-3-[(BBthyl(phenyLMthyl) aBino]mt 
hyl]- (9CI) (CA INDEX MAKE) 




RN 308142-87-2 CAPLUS 

CN Imidazo[l,2-a]pyrlnidin-5(8H)-one, 2-(2,5-dimethyl-3-furanyl)-6-(3- 
ethosyphenyl) -8-[ (2-f luorophcnyl) swthyl) -3- C [nethyl [2- (2- 
pyrldinyl) ethyl] aiBlno] methyl]- (9CI) (CA INDEX HMIE) 



r 




He 



RN 308142-88-3 CA?LUS 

CN Imida2o[l,2-a]pyriiBiciin-5(8H)-one, 2- (2,5-dimethyl-3-furanyl)-6- (3- 

f luorqphenyl) -8-( (2-f luorophenyl) nethylj -3- [ [methyl {ph«nyl»ethyl) amino] met 
hyl}- (9CI) (CA INDEX NAME) 
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RN 308142-89-4 CAPLUS 

CN lBidaro[l,2-a]pyrimidin-5 (8H) -one, 2-(2,5-diDethyl-3-furanyl)-6-(3- 
f luorophenyl) -8-C (2-f luorophenyl) nethyl J -3- t (methyl [2- (2- 
pyridinyl) ethyl] amino] methyl]- (9CI) (CA INDEX NAME) 




He 



RN 308142-90-7 CAPLUS 

CN Inidazo [ 1, 2-a] pyriraidin-5 (8H) -one, 2- (2, 5-diimBthyl-3-fucanyl) -8- [ (2- 

f luorophenyl) methyl] -3- [ [methyl (phenylmethyl) amino] methyl] -6- (3-pyridinyl) - 
(9CI) (CA INDEX NAME) 



L4 ANSVER 14 OF 15 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




CH2-N-CH2-Ph 



RN 308142-91-8 CAPLUS 

CN lmidazo(l, 2-a] pyrimidin-5 (8H) -one, 3- [ [ [2- {dimethylamino) ethyl] methylamino 
) methyl] -2- (2, S-dimethyl-3-furanyl) -8- 1 (2-f luorophenyl) methyl] -6-(3- 
pyridinyl)- (9CI) (CA INDEX NAKC) 



Caz~ N- CH2- CH2- NMe2 



RN 308142-92-9 CAPLUS 

CN Pyrrolo[l,2-a]pyrimidine-3-carboxylic acid, 7-(2, 5-dimethyl-3-euranyl) -1- 
{ (2-fluocophenyl)nethyl]-l,4-dihydro-6-[[methyl[2- (2- 

pyridinyl) ethyl] aznino] methyl] -4-OSO-, ethyl ester (9CI) (CA INDEX NAME) 



L4 ANSVER 14 OF IS CAPLUS OOPYRIGRT 2005 ACS on STN (Continued) 




He 



RN 308142-93-0 CAPLUS 

CN Pyrrolo[l,2>a]pyrimidine-3-carboxylic acid, 6- ( (benzoylme thy lamino) methyl]- 
7- (2, 5-dimethyl-3-furanyl) -1- [ (2-f luorqphenyl) methyl] -1, 4-dihydro-4-o»o-, 
ethyl ester (9CI) (CA INDEX NAHE) 



O Me 




RN 309142-94-1 CAPLUS 

CN Pyrrolo{l,2-alpyriBidine-3-cacboxylic acid, 8-fluoro-l-[ (2- 
f luorophenyl)methyl) -l,4-dihydro-7-[4- (2-methylpr^By)phenyl] -6- 
{{aethyl[2-(2-pyridinyl)ethyl]amino]methyl}-4-oso-, ethyl ester (9CI) (CA 
INDEX NAHE) 
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BN 308142-9S-2 CAPLUS 

CM Pyrrolo[l,2-a]pyrijaidine-3-carbo«ylic acid, 8-fluoro-l-{ (2- 

fluorophenyDoethyl] -l,4-dihydro-6-[[Dethyl(phenyl]3ethyl)aiiilno]aethyl]-7- 
(4- (2-ei«tbylpropo)cy) phenyl) -4-0XO-, ethyl ester (SCI) (CA INOEX NAME) 




308142-96-3 CAPLUS 

Pyrrolo[l, 2-a] pyriiiiidine-3-carboxylic acid, 8-fluoro-l- [ (2- . 

f luorophenyl) raethyl] -6- [ [ (Z-furanylnethyl) raethylaoino] methyl] -l,4-di)iydra 

7-[4-(2-nethylpropoxy) phenyl] -4-OSO-, ethyl ester (9CI) (CA IKOEX NAME) 



jot 308142-97-4 CAPLUS 

CM Pyrcololl,2-a]pyciaidine-3-carbOKylic acid, 8-fluoro-l- [ (2- 
f luort^henyl) nethyl] -1, 4-dihydro-7- (3-Dethoxyphenyl) -6- 
[[aethyl(phenyliMthyl)aainolBethyl]-4>oso-, ethyl ester (9CI) 
NAME) 




308142-98-5 CAPLUS 

Pyrrolo[l, 2-a] pyriraidine-3-carbaxylic acid, 8-f luoro-1- [ (2- 

f luorophenyl) nethyl] -6-( [ (2-furanylnethyl)methylamino)methyll -1,4-dihydro- 

7- O-methoxyphenyl) -4-01C0-, ethyl ester (9CI) (CA INOEX NAME) 



U ANSWER 14 OF 15 CAPLUS COPYRIGBT 2005 ACS on STN (Continued) 




He 



RN 308142-99-6 CAPLUS 

CN Pyrrolo[l,2-a]pyrimidino-3-carboxylic acid, 8-f luoro-1- t (2- 

fluorophenyl) nethyl] -1, 4-dihydro-7- (3-Bethoxyphenyl) -6- [ [nethyl[2- (2- 
pyridinyl) ethyl] aaino] nethyl] -4 -OSO-, ethyl ester (9CI) (CA INOEX NAME) 




RN 308143-00-2 CAPLUS 

CN Inidazo[i,2-a]pyrimidine-6-carbo>yUc acid, 2- (^.5-diittethyl-3-furanyl)-8- 
( { 2- f luorophenyl) nethyl] -5. B-dihydro-3- [ (Bethylt2- (2- 

pyridinyl) ethyl] aaino) nethyl] -5-OSO-, 1-ethylpropyl ester (9CI) (CA INOEX 
NAME) 



M ANSWER 14 OF 15 CAPLUS COPYRKniT 2005 ACS on STN (Continued) 




Me 



RN 308143-01-3 CAPLUS 

CN Inidazo{ 1, 2-a] pyrinidin-5 (8H) -one, 8- [ ( 2- f luorophenyl) methyl] -6- (3- 

nethoxyphenyl) >7-methyl-3-{ (nethyl[2- (2-pyridinyl) ethyl] anino] methyl) -2- (1* 
nethyl-lH'pyrrol-3-yl)- (9CI) (CA INDEX NAME) 




RN 308143-02-4 CAPLUS 

CM Iaidazo(l, 2-a]pyrinidin-S(8R)-one. 8-[ (2-fluorophenyl)Bethyl]-6-(3- 

aethosyphenyl) -7-nethyl-3-( {Bethyl{2- (2-pyridinyl) ethyl) anino] nethyl] -2- (2- 
thienyl)- (9CI) (CA INDEX NAME) 
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SN 308H3-03-5 CAPLUS 

CN Iniidazotl,2-a]pyriiaidin-5(8H)-one, 8-[ (2>f luorophenyl)methyl] -6- (3- 

oethoxyphenyl) -7-raethyl-3-[ [methyl [2- (2-pyridi.ayl) ethyl] aaino] as thyl] -2r (3- 
pyridinyl)- (9Ct) (CA INDEX NAME) 




RN 308143-04-6 CAPLUS 

CN Pyrrolo[l,2-alpyriiiddine-3-carl30xylic acid, 7- (2, 5-dimethyl-3-furanyl) -1- 
{ (2-fluoroph«nyl)mthyl]-l,4-dihydro>6-[ [nethyl[2- (2- 

pyridinyl) ethyl) amino] nethyl]-4-oso-, 1-tthylpropyl «ster (9CX) (CA INDEX 
NAME) 



L4 ANStfER 14 OF 15 CAPLUS GOPYRICT 2005 ACS on STN (Continued) 



r 




He 



jot 308143-05-7 CAPLUS 

CN Pyrcolo(l, 2-alpyrimidine-3-carboxylic acid, 8-cyano-l- [ (2- 
cyanophenyDnethyl] -1, 4-dihydro-7- (4-methoxyphenyl) -6- 

[[Bethyl(phenyImethyl)amino}Bethyl]-4-oso-, ethyl ester (9CI) (CA INDBC 
HAKE) 



Me 
I 

Ph-CH2-N-CH2 




OMe 



RN 308143-06-8 CAPLUS 

CN Pyrrolo{l,2-a]pyriniidine-3-carboxylic acid, 8-cyano-l, 4 -dihydro-7- ( 4- 

methoxyphenyl) ~1- [ (2-nethoxyphenyl) methyl] ~6- [ [methyl (phenylmethyl) amino]n 
ethyl] -4-0X0-, ethyl ester (9CI) (CA INDEX NANS) 



L4 ANSWER 14 OF 15 CAPLUS COPYRIGEfT 2005 ACS on STN (Continued) 
He 



I 




RN 308143-07-9 CAPLUS 

CN Pyrrole [l,2-a]pyrifflidine-3-carboxy lie acid, 8-cyano-l- { (2, 4- 
difluorophenyl) methyl] -l,4-dihydro-7-(4-methoxyphenyl) -6- 
[ [methyl (phenylmetlqrl) amino] methyl} -4-OXO-, ethyl ester (9CI) (CA INDEX 
NAME) 



L4 ANSWER 14 OF 15 CAPLUS COPYRICTT 2005 ACS on STN (Continued) 



He 

I 

Ph-CH2-N-CH2 




,OBu-i 



RN 308144-26-5 CAPLUS 

CN Imidazot 1, 2-a] pyriraidin-5 (8H) -one, 2- (2, 5-dimBthyl-3-furanyl) -8- [ (2- 

f luorophenyl) methyl) -3- [ [methyl [2- (2-pyridinyl) ethyl] amino] methyl] -6- (3- 
pyridinyl)- (9CI) (OA INDEX NAME) 



F 




CH2 N-CH2-Ph 



RN 308143-08-0 CAPLUS 

CN Pyrrolo[l,2-a]pyrimidine-3-cartaoxylic acid, 8-cyano-l- [(2- 

f luorophenyl) methyl) -1, 4-dlhydro-6- [ [methyl (phenylmethyl) amino] methyl) -7- 
[4- (2-nethylpropoxy) phenyl) -4-OSO-, ethyl ester (9CI) (CA INDEX NAHE) 



CH2 




He 



XT 308].43-X2-e» 

RL: RCT (Reactant) ; SPN (SyntheUc preparation)! PREP (Preparation)! RACT 
(Reactant or reagent) 

(preparation of imidazo- and pyrrolo[l,2-a]pyrlmid-4-one9 as 
gonadotropin-releasing hormone receptor antagonists) 
RN 308143-12-6 CAPLUS 

CN PyrroloCl,2-a)pyrimidine-3-carboxylic acid, 8-cyano-l- ( (2- 

f luorophenyl) methyl) -1, 4-dihydro-7- (4-hydroicyphenyl) -6- [ [methyl[2- (2- 
pyridinyl) ethyl] amino] methyl) -4 -oxo- (9CI) (CA INDEX NAME) 
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Title compds. I [vherein one of A and D is N and the other is C, or both 
are N: B is N or C; ra is 0-3; Rl, R2 and R3 are each <i) H or (ii) a group 
bound via C, N, O or S; R4 is a group bound via C; R5 is H or a group 
bound via C or 0> R6 is H or a group bound via C: R7 is a homo- or 
heterocyclic group which may be substituted] and salts possess excellent 
gonadotropin-releasing hormone (GnRH) antagonizing activity, and are 
useful as prqphylactic or therapeutic agents for sex hormone-dependent 
diseases, including cancer. Thus, title compound II is obtained in 3 steps, 
by cyclocondensation of 2-amino-4-hydroKypyriraidine-5-carboxylic acid Bt 
ester vith 2-broDoproiophenone, followed by reduction with Zn and AcOH, and 
N-allcylation with 2, 6-difluorobenzyl chloride. In a test for inhibition 
of binding of [1251] -leuprorelin at human GnRH receptors expressed in C30 
cells, an exemplary compound I showed an IC50 of 0.5 nM. 
22»«e4-63-3P 2294B4-64-4P 22»484-«5-5P 
22M84-66-9P 2294B4-67>7F 229484-6a>a» 
229484-69-SP 229484-70-29 229484-71-39 
229484-72-4» 229484-73-59 229484-74-69 
229484-76-ep 229484-77-99 229484-78-09 

229484- 86-09 229484-91-79 229484-92-89 

229485- 04-5P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) 7 RCT (Reactant) ; SPN (Synthetic preparation) : THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); RACT 
(Reactant or reagent) ; USES (Uses) 

(preparation of imidazopyrinidines as gonadotropin-releasing hormone 
antagonists useful for prevention and treatment of sex hormone 
dependent diseases and cancer) 
229484-63-3 CAPLUS 

Imida2o[l,2-a)pyriniidine-6-carboxylic acid, 8-( (2,6-dif luorophenyl) methyl] - 
5, 8-dihydro-3-[ (methyl (phenylmethyl) amino] methyl] -2- (4-nitrophenyl) -5-oxo- 
, ethyl ester (9CI) (CA INDB( NAME) 
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• HCl 

RN 229484-65-5 CAPLUS 

CN Propanamide, N-[4-(8-[ (2, 6-dif luorophenyl) methyl] -5, 8-dihydro-7-nethyl-3- 
{ (methyl (phenylmethyl) amino] methyl] -5-oxo-6- (phenylmethyl) iraidazo(l, 2- 
a]pytimidin-2-yl] phenyl} -2-me thy 1-, monohydrochloride (9CI) (CA INDEX 
NAME) 




\ I 

CH2 N-CH2-Ph 

229484-64-4 CAPLUS 

Imidazo{l, 2-a] pyrimidin-5 (8H) -one, 2-(4- (cyclopr(^lmethoxy)phenyl] -8- 

( (2, 6-dif luorophenyl) methyl] -7-methyl-3- [ [methyl (phenylaethyl) amino] methyl 

] -6- (phenylmethyl)-, monohydrochloride (9CI) (CA INDEX NAME) 



CH2 M-CH2-Ph 

229484-66-6 CAPLUS 

Imida2o(l, 2-a]pyrimidine-6-carboxylic acid, 3-{[[2- 

(diethylamino) ethyl] aethylaminoj methyl] -8- [ (2, 6-dif luorophenyl) methyl] -5,8- 
dihydro-2- (4-nitrophenyl) -5-OXO-, ethyl ester (9CI) (CA INDEX NAME) 
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' CH2 N— CH?— ca2— l*Et2 



SN 2294B4-67-7 CAPLU5 

CN Carbaadc acid, acetyl(4-[8-C (2,6-difluor(vh«nyl)iMChyl] -SrO-dihydro-a- 

[ [Mthyl(ph«nylnethyl) aalnolflMthyl] -5-osooG-ph«nyliBidazo(l,2-a]pyriBidin- 
2-yll phenyl]-, l^l-dHnethyletbyl ester (9CI) (CA INDEX NAKB) 



U ANSVER 15 or 15 CAPUIS COPYRXGHr 2005 ACS OA STN (Continued) 




o 



'CH2 J*-CH2-Ph 



RN 2294B4-69-9 CAPLUS 

CN Xnidazo(l,2-a]pyriBidin-5(eB)-one, 2-{4-Ccyelc;^ropylJBethosy)pheRyl] -8- 
[ C2, 6-dif luorophenyl) aethyl] -3-[ tBetbyKphcnylaethyl) aaiino}aathyl) -6- 
phenyl- (9CI) (CA INDEX NAffB) 




RN 229494-68-8 CAPLUS 

CN Catbauic acid, acetyl(4-[B-[ (2,6-difluorophenyl)Betliyl] -S^a-dihydro-T- 
methyl-a-t [methyKphenylmethyl) amino] matl^ll -5-oao-6- 
(phenylmethyl) imidazo[l, 2-a] pyriBidin-2-yl} phenyl] 1, l-diaethylethyl 
ester (9CI) (CA INDEX NAHE) 



I 




RN 229484-70-2 CAPLUS 

CN lmidazotl,2-a]pyriBiidin-5(8H)-one, 6- (4-chloraphenyl) -^-[4- 
(cyclop^O|pylJBethoxy) phenyl] -8- [ (2, 6-difluDrophenyl) aethyl] -3- 
{ [methyl (phenyloethyl) amino] nethyl}-, monohydrochloride (9CI) (CA INDEX 
HAMS) 
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RN 229484-71-3 CAPLUS 

CN lBidazo[l,2-a]pyrinidin-5(8H)-one, 2-(4- (cyclopropylaethosy)phe^yll-8- 
[ (2,6-dif luor^enyDnetbyl] -6- (4-methosyphenyl) -3- 

[ [methyl (phenylmetbyl) amino] methyl]-, monohydrochloride (9CX) (CA XNI^ 
NAHE) 




-CH2-A 



229484-72-4 CAPLUS 

Inidazo{l,2-a]pyrimidin-$<aH) -one, 8-[ (2,6-difluorophenyl)methyl]-6- (3- 
oethyl-l-oxobutyl) -3- [ [methyl (phenylmethyl) amino) methyl] -2- (4-nitrophenyl)- 
(9CI> (CA INDEX NAME) 
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CH2 



\ I 

CH2 N-CH2-Ph 

RN 229484-73-5 CAPLUS 

CN lnidazo{l, 2-alpyrimidine-6-carbo3iylic acid, 8-[ (2,6-difluorophenyl)Bethyl]- 
S, 8-dihydco-2- (4-fflethoxyphenyl) -3- [ (methyl (phenylmethyl) amino] methyl] -5- 
OXO-, ethyl ester, monohydrochloride (9CI) (CA INDEX NAME) 




CH2 N-CH2-Ph 

229484-74-6 CAPLUS 

Imidazo[l,2-a]pyriaidine-6-carbosyUc acid, 2-[4- (acetyloxy) phenyl] -8- 

[ (2, 6*dif luorophenyl) methyl] -5, 8-dihydro-3-[ [methyl (phenylmethyl) amino] met 

hyl]-5-oso-, ethyl aster (9CI) (CA INDEX NAHE) 
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(Continuad) 
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CH2 M-CH2-Ph 

RN 229484-76-8 CAPLUS 

CN lBidazo[lr2'a]pyrlaidin8-6-carbosylie add, 2- (4-aDinophanyl) -8-[ (2,6- 
difluoraph•nyl)n•thyl] >5, 8-dibydro-3'[ [nethyl (phenylmttiyl) amino] aathyl] -5- 
ethyl eatar (9CI) (CA INDEX NAME) 



CH2 N- CH2- CH2- HEt2 

RN 229484-78-0 CAPLUS 

CN lBidazo(l,2-a]pytiBldin-S(8B)-one, 2- (4-aBinopheiiyl) -8-[ (2,6- 
dif luorophsnyl) nethyl} -6- (3-Betfayl-l-o>obutyl) -3- 
[ [nethyl (phenylsethyll amino} nethyll- (9CI) (CA INDSC NAME) 



V 



i-Bu-C^^ 
II I 




-N-CH2-Ph 



229484-77-9 CAPLUS 

Imidazo[l,2-a]pyrlmidine-6-carbQxylic acid, 2- (4-aainophenyl) -3-[([2- 
(diethylanino) ethyl} methylamino] methyl] -S-[ (2,6-dif luocophenyl) methyl] -5,8- 
dihydco-5-oso-, ethyl ester (9CI) (CA INDEX NAME) 



229484-86-0 CAPLUS 

Inidazo[l, 2-a) pyrimidine-6-carboxaaide, 8- { (2, 6-dif luocophenyl) methyl) - 
[4-[(3-fuca nylca rbony 1 ) amino] phe ny 1 ] -5 , 8 -di hyd ro-N-ne t hoxy-N-me thy 1- 3 - 
I [methyl (phenylmethyl) amino] methyl] -S-oxo- (9CX) (CA INDEX NAKS) 
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RN 229484-91-7 CAPLUS 

CN Carbamic acid, I4-(8-[ (^,6-difluorophe^yl)methyl}-5,8-dihydro-7-methyl-3- 
t [methyl (phenyljnothyl) anino] methyl) -5-oxo-6- (phenylmethyl)imidazo[l, 2- 
a)pyrinidin-2-yl) phenyl]-, 1, 1 -dine thy lethyl ester (9CI) (CA INDEX NAME) 



NH-C-OBu-t 




CB2 N-CH2-Ph 

229484-92-8 CAPLUS 

Carbamic acid, (4- (8-{ (2, 6-dif luorophenyl) methyl] -S, 8-dihydro-3- 

[ [methyl (phenylmethyl) amino} methyl] -5-oico-6-phenylifflidazo[l, 2-a]pyrimidin- 

2-yl} phenyl]-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 



ca2 



NH-C-OBu-t 



CH2 N-CH2-Ph 

RN 229485-04-5 CAPLUS 

CN Imidazo[l,2-a]pyrimidine-6-carboxylic acid, 2- (4-aminophenyl) -8-[ (2,6- 
dif luorophenyl) methyl} -5, 8-dihydro-3- [ [methyl (phenylmethyl) amino] methyl] 
OSO-, 1-methylethyl ester (9CX) (CA INDEX NAME) 



CH2 K 



\ I 

ca2 »-CH2-Ph 



229484-T9-1P 
229484-82-er 
229484-85-9P 

229484- 93-9P 

229485- 03-4 P 
229485-07-8P 
229485-10-3P 



2294«S-ia-9P 
229485-19-2P 
229485-22-TP 
2294e5-2ft-0P 
2294eS-3»-TP 



229484-S0-4P 
229484-83-7? 
229484- 87- IP 

229484- 94-OP 

229485- 05-6P 
229485-08-9P 
22948S-11-4P 
229485-14-7P 
229485-17-OP 
229485>20-SP 
229485-23*BP 
229485-26-lP 
229485-32-9P 



2294e4-ei-5P 
229484-84-eP 

229484- 88-2P 

229485- 02-3P 
229485-06-7P 
229485-09-OP 
229485-12-5P 
22948S-15-8P 
229485-ie-l.P 
229485-2t-4P 
229485-24>ftP 
229485-28-3P 
229485-34-1? 
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229485-3S<2» 22MB5-36-3P 229405-37-4? 

229485-38-59 229485-39-«P 229485-40-9P 

229485-41-OP 2294B5-42-1P 22948S-43-2P 

229485-44-3P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified)! SPN (Synthetic preparation) t THU (Therapeutic use)i 
BIOL (Biological study) t PREP (Preparation) f USES (Uses) 

(prepn. of inidazc^rioidines as gonadotropin-releasing horaone 

antagonists useful for prevention and treatment of sex horaone 
dependent diseases and cancer) 
229484-79-1 CAPLUS 

lDidazo[l,2-a]pyriaidine-6-carboxylic acid, 8-[ (2,6-difluoropheayl)nethyl] - 

S, 8-dihydro-2- [4-[ (2-aethyl-l-ox(^ropyl) aaino]phenyl] -3- 

[ [methyl (phenylBethyl)aaino)Bethyl)-5-oxo-, ethyl ester (9CI) (CA INDEX 

NAME) 
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CH2 »-CH2--Ph 

229484-80-4 CAPLUS 

Iiaidazo[l, 2-a]pyriDidine-6-carboxylic acid, S- [ (2, 6-dif luorophenyl) methyl] - 

2-[4-[ [ (ethylaraino)carbonyl] amino] phenyl] -5, B-dihydro-3- 

[ [methyl (phenylmethyl) amino] methyl] -5-OXO-. ethyl ester (9CI) (CA INDEX 

NAME) 



CH2 N-CH2-Ph 

229484-81-5 CAPLUS 

Imidazo(lr2-a]pyrimidine-6-carboxylic add, 3-[[[2- 

(dietfaylaalno) ethyl] raethylaoino] aethyl] -8- ( (2, 6-dif luorophenyl) methyl] -5. 8- 
dihydro-2- [4- [ (2-methyl-l-osopropyl) amino] phenyl] -5-OKO-r ethyl ester, 
monohydrochloride (9CI) (CA INDEX NAME) 



NH-C-Pr-i 




\ I 

CH2 N-CH2-CH2-NEt2 



229484-82-6 CAPLUS 

Imidazofl, 2-a] pyrimidine~6-carboxyllc acid, 3-[[[2- 

(diethylamino) ethyl] raethylamino] methyl] -8- [ (2, 6-dif luor<vhenyl) methyl] -2- 
[4- [ [ (ethylaraino) carbonyl} amino] phenyl] -5, 8-dihydro-S-oxo-, ethyl ester, 
monohydrochloride (9CI) (CA INDEX NAME) 
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O 
II 

NH-C-NHEt 



CH2 N— CH2— CH2— NEt2 

RN 229484-83-7 CAPLUS 

CH 3-Furancarboxamide, N-[4-{8-[ (2,6-difluorophenyl)methyl] -5, 8-dihydro-3- 

[ [methyl (pheoylmethyl) amino] mthyl] -5-oxo-6-phenylioidazo[l, 2-a] pyrimidin- 
2-yl] phenyl]-, monohydrochloride (9CI) (CA INDEX NAME) 




II 



• bci 



RN 229484-84-8 CAPLUS 

CN 3-Furancarboxaraide, N-[4-[8-[ (2,6-difluorophenyl)methyl] -SfS-dihydro-T- 
aethyl-S-f {Dethyl(phenylmethyl)amino)methyl] -5-OXO-6- 
(phenyLnethyl) imidazo[l, 2-a] pyrimidin-2-yl] phenyl] nonohydcochloride 
(9CI) (CA INDEX NAME) 
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RN 229484-85-9 CAPLUS 

CN Urea, N-[4-(8-( (2, 6-dif luorophenyl) methyl] -5, 8-dihydro-7-methyl-3- 

( [methyl (pheoylmethyl) amino] methyl] -5-oxo-6- (phenylmethyl) ifflidazo[l, 2- 
a]pyrimidin-2-yl] phenyl] -N*-Bethoxy- (9CI) (CA INDEX NAME) 



CH2 



NH-C-HH-OHe 



\ I 

CH2 N-CH2-Ph 

RN 229484-87-1 CAPLUS 

CN Imidazo(i, 2-a] pyrimidine-6-carboxaBide, 2- [4- ( (cyeloprc^lcarbonyl) amino] p 
henyl] -8- [ (2, 6-dif luorophenyl) methyl] -5, 8-dihydro-N-methoxy-N-methyl-3- 
[ (methyl (phenylmethyl) amino] methyl] -S-oso- (9CI) (CA INDEX NAME) 
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JRN 229484-88-2 CAPLU5 

CM 3-Furancarboxaaide, N-[4-{8~( (2,6-difluo^ophenyl)methyl]-5,8-<lihydro-6-(3- 
Dethyl•l-cnobutyl) -3- [ [oethyl (phenylnethyl) aaino] ncthyl] -5-(»oinicUzo{lf 2- 
a]pyriBidin-2>yll phenyl]*, nonohydcochlorida (9CI) (CA INDEX NAME) 




O 

NH-C— ^ O 



229484-93-9 CAPLUS 

Imidazo{l,2-a]pyriBidin-5(8H)-one, 2- (4-aBinophenyl) -8-[ (2,6- 

dif luor^henyl) i&ethyl] -7-Dethyl-3- [ [mthyl (phenyloethyl) asdno] nathyl] -6- 

(phenylMthyl) - (9CI) (CA INDEX NAME) 
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CH2 Y 



\ I 

CH2 N-CH2-Ph 



Vn 229484-94-0 CAPLUS 

cn lBidazo[1.2-a]pyriBd.dln-5(8H)-ona, 2-(4-aainophenyl)-8-[ (2,6- 

dlf luorophanyl) mthyl) -3- [ (methyl (phcnyloathyl) aning) methyl] -6-pbenyl- 
(9CI) (CA INDEX NAME) 




CH2 N-CB2-Ph 

229485-02-3 CAPLUS 

Imidazo[l, 2-a] pyrimidine-6-carboxaaide, 2- (4-anlnophenyl) -8-( (2*6- 

difluorophcnyl)nathyl]-5,8-dihydro-N-metboxy-N-Bethyl-3- 

{ (methyl (phenyloethyl) amino} methyl) -5-cno- (9CI) (CA INDEX NAME) 
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RN 229485-03-4 CAPLUS 

CN 3-FU rancarbosamide, N - ( 4 - ( 6-be nzoyl-8-[(2,6-dif luorophe ny 1 ) me thyl ) - 5 , B - 

dihydro-3-[ (methyl (phenylmethyl) amino] methyl] -S-oxoimidazo[l, 2-a] pyrimidin- 
2-yl) phenyl)- (9CI) (CA INDEX NAME) 
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'CH2 »-CH2-Ph 



RN 229495-06-7 CAPLUS 

CN Imidazo(1.,2-alpycimldine-6-carbasylic acid, 8-[ (2,6-difluo^ophenyl)raethyl}- 
2-{4-[ [ (ethylaaino)carbonyl] amino] phenyl] -5,8-dihydro-3- 
[ [methyl (phenylmethyl) amino] methyl] -5-OXO-, 1-methylethyl ester (9CI) (CA 
INDEX NAME) 



Me 

I 




RN 229485-05-6 CAPLUS 

CN Imidazo(l,2-a]pyrinidine-6-carboxylic acid, 8-[ (2,6-difluorophenyl)Dethyl] - 
5, 8-dihydro-2- (4- ( ( (methoxyamino) carbonyl] amino] phenyl) -3- 
( [me thyl (phenylmethyl) amino) methyl] -5-OXO-, 1-methyletbyl ester (9CI) (CA 
INDEX HAKE) 




NH-C-NHEt 



'CH2 N-CH2-Ph 



RN 22948S-07-8 CAPLUS 

CN Iaidazo(l,2-a]pyrimidine-6-carboxylic acid, 8-[ (2, 6-dif luoropbenyl)methyl) - 
5,8-dihydro-2-(4-( (3-hydroxy-l-ox(vropyl) amino] phenyl] -3- 
[ [methyl (phenylmethyl) amino] methyl] -5-OSO-, ethyl ester, monohydrochloride 
(9CI) (CA INDEX NAME) 
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KH-C-CH2- CHZ— OH 
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RN 229485-09-0 CAPLUS 

CN Iaidazo{l,2-a]pyriaidlne-6-carboxylic acid. &•[ (2,6-dif luorophenyDBsthyl] • 
2- (4- ( [ (3, S-dlmthyl-4-isosazolyl) cartxmyl] aainolphenyl] -5, 8-<lit^rc»-3- 
([Bethyl(phenylA«thyl)aaino)c»tliyl)-S-'cno-, ethyl ester. Btonobydrochloride 
(9CI) (CA INDEX NAME) 




• bci 



RN 22948S-08-9 CAPLUS 

CN Inidazo[1.2-a]pyrimidiae-6-eartNHfyUc acid, 8-[ (2,6-difluorophtiiyl)aethyl] - 
5, 8-dihydro-2-{4- [ [ (nethcnyanino) caAonyl] amino] phenyl] -3- 
[ (nethyKphenylmethyl) amino] natbyl] -5-OXO-, ethyl ester, aonohydrochlocide 
(9CI) (CA INDEX HAKE) 



229485-10-3 CAPLUS 

Imidazo[l, 2-a] |iyrimidlne-6-carbo>ylic acid, 8-[ (2, 6-dif luorophenyi) methyl} - 
5, 8-^hydro-2- [4-[ (5-isasazolylcarbonyl) amino] phenyl] -3- 
[ {methyl (phenylmethyl) amino] methyl] -5-OSO-, ethyl ester, monohydrochloride 
(9CI) (CA INDSC NAME) 




NH-C-NH-CM« 



• hci 



6 o 



\ I 

CH2 »-CS2-Ph 
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RN 229485-11-4 CAPLUS 

CN Iiaidazo[l,2-a] pyrimidine-6-carboxyllc acid, 8-( (2, 6-dlf luorophenyi) methyl]- 
5, 8-dihydro-3-{ traethyKphenylmethyl) amino] methyl] -2-[4 - [ [ (5-nitro-3- 
thienyl) ca ebony 1] ami no} phenyl] -5-OSO-, ethyl ester, BOnohydrochloride 
(9CI) (CA INDEX NAME) 



229485-13-6 CAPLUS 

Iraidazo[l, 2-a} pyriraicllne-6-carboxylic acid, 8-{ ( 2, 6-dif luorophenyi) methyl} - 
5, 8-dihydro-2-t4- ({ (4-nethojcy-3-thienyl) carbonyl] amino} phenyl] -3- 
( [methyl (phenylnethyl) amino} methyl] -5-OXO-, ethyl ester, monohydrochloride 
(9CI) (CA INDEX NAME) 





229485-12-5 CAPLUS 

Imidazo{l, 2-a] pyriraidine-6-carboxylic acid, B-( (2, 6-dif luorophenyi) methyl] - 
2- [4 - [ [ (2, 4-diBethyl-5-thlazolyl) carfaonyl] amino] phenyl] -S, 8-dibydro-3- 
[[ methyl (pheoylaethyl) ami no] me thyl]-5-OKO-. ethyl ester, monohydrochloride 
(9CI) (CA INDEX NAME) 



229485-14-7 CAPLUS 

Imidazo[l,2-a]pyrimidine-6-carboxylic acid, 8-t (2, 6-dif luorophenyi) methyl] - 
2- (4- 1 ( (1# 5-diBethyl-lH-pyrazol-3-yl) carbonyl] amino] phenyl) -5, 8-dihydro-3- 
[ (methyl (pheayloethyl) amino] aethyll-S-oso-, ethyl ester, monohydrochloride 
(9CI) (CA INDEX HAKE) 
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I 




• hci 

rat 229485-15-8 CAPLUS 

CM Iaidazo[l,2-a]pyriinidlne-6-carb<»y lie acid, 8-[ (2,6-difluoroph•nyl)n•thyl]- 
2- { 4- [ (3-f uranylcarbonyi) aaino] phenyl] -5, 8-dihydro-3- 

{[a«thyl(ph«nyliMthyl) amino] iMthyl)-&-oso-f ethyl ester, mnohydrochloride 
(9CI) (CA INDEX NAME) 



Me 

I 

Ph-CH2-N-CH2 




• TCI 



RN 229485-16-9 CAPLUS 

CN Imidazo[l,2-aIpyrifflidine-6-carbosylic acid, B-[ (2, 6-difluorophenyl) methyl]- 
5, 8-dihydco-2-[4- [ (2-methylbenzayl) amino] phenyl] -3- 

(( methyl (phenylaethyl) amino] methyl] -5-OSO-, ethyl ester, monohydrochloride 
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f9CI) (CA INDEX NAME) 



He 

I 

Ph-CH2-N-CH2 




• hci 



nf 229485-17-0 CAPLUS 

CM Imidazo[l,2-a]pyrimidine-6-carboKylic acid, 9-( (2, 6-difluorophenyl) methyl] - 
5, 8-dihydro-2-l4-( (2-raethoxybenzoyl) amino] phenyl] -3- 

[ [methyl (phenylraethyl) amino] methyl] -S-080-, ethyl ester, monohydrochloride 
(9CI) (CA INDEX NAME) 



He 

I 




• BCl 



RN 229485-18-1 CAPLUS 

CN Imidazo[l,2-alpyrimidine-6-cartK)xylic add, 8-[ (2,6-dif luorophenyDmetbyl] - 
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5. 8 -di hydro- 3- { [methyl (phenylmethyl) amino] methyl] -5-oito-2-[4*[ (3- 
thlenylacetyl) amino] phenyl}-, ethyl ester, monohydrochloride i9CI) (CA 

INDEX NAME) I 




RN 229485-21-6 CAPLUS 

k:1 CN IiBidazo(l, 2-a}pyrimidine-6-carboxylic acid, 8- [ (2, 6-dif luorophenyl) methyl] - 

* 5,8-dihydro-3-{[a8thyl(phenyimethyl)amino]methyl]-2-[4-[ (2- 

naphthalenylcarbonyl) amino] phenyl] -5*0X0-, ethyl ester, monohydrochloride 

RN 229485-19-2 CAPLUS (9CI) (CA INDEX NAME) 
CN Iiaidazo[l, 2-a] pyrimidine-6-carboxylic acid, 8-[ (2, 6-difluorophenyl)methyl] - 
2-[4-[ ( ethoxycarbonyl) ami no] phenyl] -5,8 -di hydro- 3 - 

[(methyl (phenylmethyl) amino] methyl] -5-OXO-, ethyl ester, monohydrochloride 

(9CI) (CA INDEX NAME) I 




CN lDidazo(l,2-a]pyrimidine-6-carb03cylic acid, 8-[(2,6-difluorophenyl)methyl]- 

RN 229485-20-5 CAPLUS 5. 8-dihydro-3-[ (methyl (phenylmethyl) amino) methyl] -5-Qso-2-[ 4- [ (3- 

CN Imidazo(l,2-a}pyriaidine-6-carboxylic acid, a-[ (2, 6-dif Iuorophenyl)raethyl]- pyridlnylcarbonyl) amino) phenyl] -. ethyl ea tec, dihydrochloride (9CI) (CA 

5, a -dihydro-3-{ (methyl (phenylmethyl) aaino) methyl] -5-OKO-2- [4 -( (3- INDEX NAME) 

thienylcarbonyl) amino] phenyl]-, ethyl ester, monohydrochloride (9CI) (CA 

INDEX NAME) 
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• 2 HCl 



RN 229495-23-B CAPLUS 

CN lnidazoil,2-a]pyriaidin«-6-carboxy lie acid, 8- [ (2, e-dif luotophenyl)aethyl] - 
5. 8-<tihydro-3- { [nethyl (phanylsethyl) aaino] nethyl] -5-oxo-2- [ 4- 
[(tricyclo(3.3.1.13,7]dcc>l-ylcarbonyl)8minoli^«nyl]-, athyl aster. 
BonohydrochloridB (9CI) (CA ZNDSC NAKE) 




• BCl 



m 2294 as- 25-0 CAPLUS 

CN Imidazo(l,2~a]pyriBidine-6-carbaxylic acid, 8-[ (2, 6-dif luorophonyl) methyl]- 
5, 8-dihydro-3-([iaethyl(phenylmBthyl) amino] nethyll -5-oxo-2-{4- (lH-pyrcol-1- 
yl) phenyl)-, ethyl ester, monohydrochloride (90!) (CA INDQC NAME) 



Me 
I 

Ph-CH2-N-CB2 




• HCl 



BN 229485-24-9 CAPLUS 

CN Imidazo{l,2-a] pyciiid.dine-6-carboxylic acid, B-( (2, 6-difluorophenyl) nethyl] - 
5, 8-dihydro-3-( [methyl (pheny line thyl) amino] methyl] -5-oxo- 2- [ 4- [( 2- 
thienylsulfonyl) amino] phenyl] -, ethyl ester, monohydrochloride (9CI) (CA 
INDEX NAME) 



• HCl 



BN 229485-26-1 CAPLUS 

CN Imidazotl,2-a]pyrimidine-6-carboxylic acid, 8- [ (2, 6-difluorophenyl)BCthyl] - 
2-[4-[ (4-fluorabenzoyl) aaino] phenyl] -5,8-dihydro-3- 

[ [nethyl (phenylaethyl) amino] methyl] -S-OSO-, ethyl ester, nonohydrochloride 
<9CI) (CA INDEX NAME) 
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He 




• BCl 



RN 229485-28-3 CAPUJS 

CN Imidazo[l,2-a]pyrimidine-6-carboxylic acid, 2-[4- 

[ ( cyclop ropylcarbonyl) amino] phenyl] -8- [ {2, 6-difluocophenyl) methyl] -5, 8- 
dihydro'>3-[ [methyl (phenylmethyl)aaino}Bethyl]-5-oxo-, ethyl ester, 
nonohydrochlorlde (9CI) (CA INDEX NAME) 
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• HCl 



RN 229485-32-9 CAPLUS 

CN Imidazo[l, 2-a] pyrimidine-6-carbaxylic acid, 8- [ (2, 6-dif luorophenyl) methyl] - 
5, 8-dihydro-3-[ [methyl (phenylmethyl) amino] methyl] -5-oxo-2-(4- [ {l-oxo-2- 
propenyl) ami no] phenyl] -, ethyl ester, monohydrochloride (9CI) (CA INDBC 
NAME) 



Me 

I 




♦ hci 



RN 229485-30-7 CAPLUS 

CN Inidazo[l,2-a]pyrimidine-6-carboxylic acid, 8-[ (2,6-?di£luoraphenyl)methyl] - 
5, S-dihydro-3- ( [methyl (phenylmethyl) ami no] methyl] -2-[4- [ [ (4- 
aethylphenyl) sulfonyl) amino] phenyl] -5-0X0-. ethyl ester, monohydrochloride 
(9CI) (CA INDEX NAME) 




• BCl 



'CH2 N-CH2-Ph 



RN 229485-34-1 CAPLUS 

CN Imidazo[l,2-a]pycimidine-6-carboiiylic acid, B-( (2, 6-dif luorophenyl) methyl] - 
2- (4- ( (2-furanylcarbonyl) amino] phenyl] -5, B-dihydro-3- 

[ [methyl (phenylmethyl) amino] methyl) -5-OXO-, ethyl ester, monohydrochloride 
(9CI) (CA INDEX NAME) 
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I 




• HCl 



BN 229485-35-2 CAPLUS 

CN lBU.dazo[l,2-a]pyriaidlne-6-carboxylic acid, 8-[ (2,6-difluo^oph•nyl)B•thyl]- 
S, a-dihydro-3> [ [nathyl (phcnyLntb/l) aadno] methyl] -5-oso-2- (4- 
([(ph«nylaiBino)carbonyl]aaino] phenyl] ethyl ester, nonohydrochloride 
(9CI) (CA INDEX NAME) 




• hci 



'CH2 N-CB2-Ph 



BN 229485-36-3 CAPLUS 

CN Imidazo[l,2'a]pyriaidine~6-carboxylic acid, 8-[ (2,6-difluo^ophenyl)lllethyl]- 
5,8-dlhydro-2- t4- 1 ( t (l-methylethyl) amino] carbonyl] amino] phenyl] -3- 
([Rwthyl(phenylnethyl) amino] methyl] -S-0XO-, ethyl ester, monohydrochlorlde 
(SCI) (CA INDEX NAME) 




• bci 



W 2294B5-37-4 CAPLUS 

CN lBidazo[l,2-a]pyriBidioe-6-carboxylie acid, 2-[4-(benzqylaaino) phenyl] -8- 
[ luorophenyl) nethyl] -S, 8-dihydro-3-( (methyl (phenylnetfayl) anino] met 

byl)-5-oxo-, ethyl ester, monohydrochloride (9CI) (CA INDEX NAME) 




• hci 



RN 229485-38-5 CAPLUS 

CN Ifflidazo[l,2-a]pyriraidine-6-carboKylic acid, &-[ (2,6-difluorophenyl)nethyl)- 
5, 8-dihydro-3-( [methyl (phenylmethyl) amino] methyl) -5-o»o-2- [4- ( (1- 
oxc^rt^l) amino] phenyl]-, ethyl ester, monohydrochloride (9CI) (CA INDEX 
NAME) 
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• HCI 



m 2294 B 5-39-6 CAPLUS 

CN lBidazo[l,2-a]pyrinidine-6-carboxylic acid, B-( (2, 6-difluorophenyl) methyl] - 
2-[4-( (ethylsulfonyl) amioolphenyl] -5, B-dihydro-3- 

.[ [methyl (phenylmethyl) amino] methyl] -S-OXO-, ethyl ester, monohydrochloride 
(9CI) (CA INDEX NAME) 




• hci 



■CH2 1«-CH2-Ph 



RN 229485-40-9 CAPLUS 

CN Ifflidazo{1, 2-a] pyriaidioe-6-carboxylic acid, 8- [ (2. 6-difluorophenyl) methyl] - 
5, a -dihydro-2- [ 4- [ (2-hydroxypropyl) amino] phenyl] -3- 

( [methyl (phenylmethyl) amino) methyl] -5-OXO-, ethyl ester (9CI) (CA INDEX 
NAME) 
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'CH2 N-CH2-Ph 



RN 229485-41-0 CAPLUS 

CN Imidazo[1.2-a]pyrimidine-6-carbosyUc acid, 8- [ (2, 6-difluorophenyl) methyl]- 
5, 8 -dihydro-3-[ [methyl (phenylmethyl) amino] methyl] -5-oso-2-[4- 
[(trifluoroacetyl) amino! phenyl)-, ethyl ester (9CI) (CA INDEX NAME) 




'CH2 N-CH2-Ph 



RN 229485-42-1 CAPLUS 

CH lBidazo[l,2-a]pyrimidine-6-carboxylic acid, 8- ( (2, 6-difluorophenyl) methyl] - 
5, a-dihydro-3-( [methyl (phenylmethyl) amino]nethyl) -5-oxo-2-[4- 
(propyKtrifluoroacetyl) amino] phenyl]-, ethyl ester (9CI) (CA INDEX NAME) 



10/ 690,222 
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CH2 N- CS2- Ph CB2 CH2- Fh 



BN 229485-43-2 CAPLUS REFERENCE OOUNT 

CN IiiiidazD[l,2-alpyrimidln«-6-carboxylic acid, 8-( (2,6-difluor^h•nyl)lMthyI]- 
5,8-dillyd^o-3- [ [nethyi (phanylaethyl) amino] nathyl] -5-0X0-2- [4- 
(propylamino)ph«Ryl]-, athyX aster (9CI) (CA INDEX KANE) 




'CH2 M-CH2-Ph 



m 229485-44-3 CAPLUS 

CN lBidazoll,2-a]p/ciiiildine-6-carboxylic add, B~{ (2, 6-difluorophenyl) methyl] - 
5. 8 -di hydro- 2- (4-hydcoayphenyl) -3- [ [nathyl (phenylmethyl) amino] nathyl] -5- 
OXO-, athyl astar C9CZ) <CA INDQC NAME) 



10 THERE ARE 10 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



